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WHAT IS CLAIMED IS: 

1. A method for inhibiting p-amyloid peptide release and/or its 
synthesis in a cell which method comprises administering to such a cell an 
5 amount of a compound or a mixture of compounds effective in inhibiting the 
cellular release and/or synthesis of p-amyloid peptide wherein said compounds 
are represented by formula I: 




I 



wherein is selected from the group consisting of alkyl, alkenyl, alkynyl, 
25 cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 

alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H)pC(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 

30 each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fiised to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 

35 structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
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alkylamino, N,N-dialkylaniino, N-substituted alkylamino, N-alkyl N-substituted 
alkyiamino, N,N-disubstituted alkylamino, -NHC(0)R^ -NHS02R^ -CCONH^, 
-C(0)NHR\ -C(0)NR^R^ -S(0)R^ -S(0)2R\ -SCO^NHR^ and -S(0)2NR^R^ 
where each R'^ is independently selected from the group consisting of alky I, 
substituted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 

Y is represented by the formula: 




wherein each R^ is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyU substituted alkynyl, 
cycloalkyi, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking R^ to -CX'X"-, oxygen, 
sulfur, -NR^ where R^ is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1; 
n is an integer equal to 0, 1 or 2; 

/? is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H)pC(=X)- is unsaturated at the carbon atom of ring attachment to Y 
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ifi 



(•Si?.; 



and when p is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

with the following provisos; 

A. when is 3,5-difluorophenyl, is -CH3, Z is -CHjCCO)-, misl, n 
5 is 1, and p is 1, then W, together with >CH and >C=X, does not form a 2- 

(S)-indanol group; 

B, when is phenyl, R^ is -CH3, Z is -CHjCCO)-, m is 1, « is 1, and p is 
1, then W, together with >CH and >C==X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

10 C, when R^ is phenyl, Z is -CH2C(0)-, m is 1, n is 0, and /? is 1, then W, 

together with >CH and >C=X, does not form a gammabutyrolactone group 

or a 5,5-dimethyl-gammabutyrolactone group; 

D. when R* is phenyl, Z is -CH2C(0)-, /n is 1, n is 0, and /? is 1, then W, 

together with >CH and >C=X, does not form a e-caprolactam group; 
15 E. when R^ is cyclopropyl, R^ is -CH3, Z is -CHjCCO)-, m is 1, n is 1, 

and is 1, then W, together with >CH and >C=X, does not form an N- 

methylcaprolactam group; 

when R^ is 4-chlorobenzoyl-CH2-, R^ is -CH3, Z is -CHjCCO)-, m 

is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 
20 form an 2,3-dihydro-l-methyl-5-phenyI-lH-l,4-benzodiazepin-2-one; 

G. when R^ is 2-phenylphenyl, R^ is -CH3, Z is -CHjCCO)-, m is 1, /i 
is 1, and p is 1, then W, together with >CH and >C-X, does not form an 7- 
methyl-5,7-dihydro-6H-dibenz[b,d]a2epin-6-one; 

H. when R^ is CH30C(0)CH2-, R^ is -CH3, Z is -CHjCCO)-, m is 1, /i 
25 is 1, and /? is 1, dien W, together with >CH and >C=X, does not form an 

2,3-dihydro-l-(r-butylC(0)CH2-)-5-(2-pyridyl)-lH-l,4-benzodia2epin-2-one; 

I. when R^ is 4-ethoxyphenyl, 2,4,6-trimethyIphenyI, 4-phenylphenyU 
CH30C(0)CH2-, 4-HOCH2-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH3S-, R^ is -CH3, Z is -CHjCCO)-, m is 1, n is 1, and /? is 1, 

30 then W, together with >CH and >C=X, does not form a 2,3-dihydro-l-(iV,iV- 
diethylammo-CH2CH^-)-5-(2-pyridy I)- IH- 1 ,4-benzodiazepin-2-one; 
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J. when is 2,6-difluorophenyl, is -CH3, Z is -CH(OH)C(0)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 
form a 23-dihydro-l-(A?:A^-diethylamino-CH2CH^-)-5-(2-pyridyl)-lH-l,4- 
benzodiazepin-2-one , 

K. when m is 1 and n is 1, then 




does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 

2. A method for preventing the onset of AD in a human patient at risk 
for developing AD which method comprises administering to said patient a 
pharmaceutical composition comprising a pharmaceutically inert carrier and an 
effective amoimt of a compound or a mixture of compounds of formula I: 



^ W 

Ri NH ^C(H)p 

m Hi 
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wherein is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyi, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

5 W, together with -C(H)pC(=X)-, forms a cycloalkyl, cycloalkenyl, 

heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
0 ring system (preferably no more than 5 fused rings) with one or more ring 

.4 10 structures selected from the group consisting of cycloalkyl, cycloalkenyl, 

J heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 

J structures arc optionally substituted with 1 to 4 substituents selected from the 

^ group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 

^[j substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 

pj 15 alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 

Q alkylamino, N,N-dialkyIamino, N-substituted alkylamino, N-alkyl N-substituted 

alkylamino, N,N-disubstituted alkylamino, -NHC(0)R^ -NHS02R\ -C(0)NH2. 
-C(0)NHR*. -C(0)NR*R*, -S(0)R^ -S(0)2R^ -S(0),NHR'* and -S(0)2NR'*R'' 
where each R* is independently selected from the group consisting of alkyl, 
20 substimted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 

25 

R2 



30 




35 



746 



wherein each is independently selected from the group consisting of alkyl, 
substituted alkyi, alkenyl, substituted alkenyl, alkynyl, substituted alkynyU 
cycloalkyl, aryi, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
5 the group consisting of a bond covalently linking to -CX'X"-, oxygen, 
sulfur, -NR^ where R^ is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

10 /n is an integer equal to 0 or 1; 

/J is an mteger equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H)pC(=X)- is unsaturated at the carbon atom of ring attachment to Y 
and when p is one, the ring is saturated at the carbon atom of ring attachment 
15 to Y, 

with the following provisos: 

A. when R^ is 3,5-difluorophenyl, R^ is -CH^, Z is -CHjCCO)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form a 2- 
(S)-indanoI group; 

20 B. when R^ is phenyl, R^ is -CH3, Z is -CHjCCO)-, m is I, n is 1, and is 

1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

C. when R^ is phenyl, Z is -CH2C(0)-, /ti is 1, /i is 0, and is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactone group 

25 or a 5,5-dimethyl-gammabutyroIactone group; 

D. when R^ is phenyl, Z is -CHiCCO)-, m is 1, /z is 0, and /? is 1, then W, 
together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R^ is cyclopropyl, R^ is -CH3, Z is -CHjCCO)-, m is 1, « is 1, 
and is 1, then W, together with >CH and >C=X, does not form an N- 

30 methylcaprolactam group; 
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F. when is 4-chlorobenzoyl-CH2-, is -CH3, Z is -CHjCCO)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 
fom an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. when R^ is 2-phenyIphenyl, R^ is -CH3, Z is -CHiCCO)-, m \s\,n 
5 is 1, and p is 1, then W, together with >Cll and >C=X, does not form an 7- 

methy 1-5 , 7-dihydro-6H-dibenz[b , d] azepin-6-one ; 

H. when R' is CHjOCCOCHj-, R^ is -CH3, Z is -CHjCCO)-, misl.n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 
2,3-dihydro-l-(r-butylC(0)CH2-)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

10 I, when R} is 4-ethoxyphenyU 2,4,6-trimethylphenyl, 4-phenylphenyl, 

CH30C(0)CH2-, 4-HOCH2-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH3S-, R^ is -CH3, Z is -CH2C(0)-, m is 1, n is 1, and /? is 1, 
then W, together with >CH and >C=X, does not form a 2,3-dihydro-l-(iV,A/^ 
diethy lamino-CH2CH^-)-5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one ; 

15 J. when is 2,6-difluorophenyl, R^ is -CH3, Z is -CH(OH)C(0)-, m 

is 1, n is 1, and p is 1, then W, together wifli >CH and >C=X, does not 
form a 23-dihydro-lKA^,^^-diethyIamino-CH2CIP-)-5-{2-pyridyl)-lH-l,4- 
benzodiazepin-2-one, 

K. when w is 1 and n is 1, then 

20 




II 

30 X 



35 



does not equal cycloaUq^l of from 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 
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3. A method for treating a human patient with AD in order to inhibit 
further deterioration in the condition of that patient which method comprises 
administering to said patient a pharmaceutical composition comprising a 
pharmaceutically inert carrier and an effective amount of a compound or a 



wherein W is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substimted alkenyl, substituted 
alkynyl, substimted cycloalkyl, substimted cycloalkenyl, aryl, heteroaryl and 

25 heterocyclic; 

W, together with -C(H)pC(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substimted cycloalkyl, or substimted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substimted cycloalkyl or 
substimted cycloalkenyl group is optionally fused to form a bi- or multi-fused 

30 ring system (preferably no more than 5 fused rings) with one or more ring 
strucmres selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in mm, each of such ring 
strucmres are optionally substimted with 1 to 4 substiments selected from the 
group consisting of hydroxyl, halo, alkoxy, substimted alkoxy, thioalkoxy, 

35 substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substimted 
alkyl, alkenyl, substimted alkenyl, alkynyl, substimted alkynyl, amino, N- 



mixture of compounds of formula I: 



10 




I 



15 
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alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 
alkylamino, N,N-disubstituted alkylamino, -NHC(0)R^ -NHS02R^ -C(0)NH2, 
-C(0)NHR^ -C(0)NR^R\ -S(0)R^ -S(0)2R\ -S(0)2NHR' and -S(0)2NR^R* 
where each R* is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 

Y is represented by the formula: 




wherein each R^ is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking R^ to -CX'X"-, oxygen, 
sulfur, -NR^ where R^ is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

/n is an mteger equal to 0 or 1; 
/I is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H)pC(=X)- is unsaturated at the carbon atom of ring attachment to Y 
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and when p is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

with the following provisos: 

A. when is 3,5-difluorophenyl, is -CH3, Z is -CHaCCO)-, m is 1, /z 
5 is 1, and /? is 1, then W, together with >CH and >C=X, does not form a 2- 

(S)-indanol group; 

B. when R^ is phenyl, R^ is -CH3, Z is -CH2C(0)-, m is 1, n is 1, and p is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 

^ cyclohex-l-yl group; 

ifl 10 C. when R^ is phenyl, Z is -CHaQO)-, ;n is 1, n is 0, and/? is 1, then W, 

CI together with >CH and >C=X, does not form a gammabutyrolactone group 

^5 or a 5,5-dimethyl-gammabutyrolactone group; 

5' D. when R* is phenyl, Z is -CH2C(0)-, /ti is 1, /z is 0, and is 1, then W, 

I together with >CH and >C=X, does not form a e-caprolactam group; 

£1 15 E. when R^ is cyclopropyl, R^ is -CH3, Z is -CH2C(0)-, m is 1, n is 1, 

and p is 1, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; 

F. when R^ is 4-chlorobenzoyl-CH2-, R^ is -CH3, Z is -CH2C(0)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C==X, does not 

20 form an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. when R^ is 2-phenylphenyl, R^ is -CH3, Z is -CHjCCO)-, /n is 1, /i 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one; 

H. when R^ is CH30C(0)CH2-, R^ is -CH3, Z is -CHjCCO)-, m is 1, /z 
25 is 1, and p is 1, then W, together with >CH and >C=X, does not form an 

2,3-dihydro-l-(r-butylC{0)CH2-)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

I. when R^ is 4-ethoxyphenyl, 2,4,6-trimethyIphenyl, 4-phenylphenyl, 
CH30C(0)CH2-, 4-HOCH2-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH3S-, R^ is -CH3, Z is -CHiCCO)-, m is 1, n is 1, and/? is 1, 

30 then W, together with >CH and >C=X, does not form a 2,3-dihydro-l-WiV- 
diethylamino-CH2CH^-)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 
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J. when R' is 2,6-difluorophenyl, is -CHj, Z is -CH(OH)C(0)-, m 
is 1, n is 1, and /7 is 1, then W, together with >CH and >C=X, does not 
form a 2,3-dihydro-l-(iV,iV-diethyIamino-CH2Cif-)-5-(2-pyridyl)-lH-l,4- 
benzodiazepin-2-one, 

K. when m is 1 and n is 1, then 



does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 



A method according to any of Claims 1, 2 or 3 where, in formula I, 




m IS zero. 



5. 



A method according to Claim 4 wherein R' is aryl or heteroaryl 



6. A method according to Claim 5 wherein R* is selected from the 
group consisting of 

(a) phenyl, 

(b) a substituted phenyl group of the formula: 
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wherein is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wherein and R'' are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting of oxygen, nitrogen and sulfur 

R*" and R*'' are independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when R^ is hydrogen, then R^ and R**' are either both hydrogen or 
both substituents other than hydrogen, 

(c) 2-naphthyl, 

(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl, and heteroaryl, 

(e) heteroaryl, and 

(f) substituted heteroaryl containing 1 to 3 substituents selected from the 
group consisting of alkyl, alkoxy, aryl, aryloxy, cyano, halo, nitro, heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. 

7. The method according to Claim 5 wherein R^ is selected from the 
group consisting of mono-, di- and tri-substituted phenyl groups. 

8. The method accordmg to Claim 7 wherem R^ is a disubstituted 
phenyl selected from the group consisting of 3,5-dichlorophenyl, 3,5- 
difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4-dichlorophenyl, 3,4- 
difluorophenyl, 3-(trifluoromefliyl)-4-chlorophenyl, 3-chloro-4-cyanophenyl, 3- 
chloro-4-iodophenyl, and 3,4-methylenedioxyphenyl. 

9. The method according to Claim 7 wherein R^ is a monosubstituted 
phenyl selected from the group consisting of 4-azidophenyl, 4-bromophenyl, 4- 



- 753 - 



chlorophenyl, 4-cyanophenyI, 4-ethylphenyl, 4-fluorophenyl, 4-iodophenyl, 4- 
(phenylcarbonyl)-phenyl, and 4-(l-ethoxy)ethylphenyl. 

10. The method according to Claim 7 wherein is a trisubstituted 
phenyl selected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5- 
trichlorophenyl. 

11. The method according to Claim 5 wherein is selected from 2- 
naphthyl, quinolin-3-yl, 2-methylquinoIin-6-yl, benzothiazol-6-yl, 5-indolyl, and 
phenyl. 

12. A method according to any of Claims 1, 2 or 3 wherein m is one. 

13. A method according to Claim 12 wherein R^ is selected from the 
group consisting of phenyl, 1-naphthyl, 2-naphthyl, 2-chlorophenyl, 2- 
fluorophenyl, 2-bromophenyl, 2-hydroxyphenyl, 2-nitrophenyl, 2-methylphenyl, 
2-methoxyphenyl, 2-phenoxyphenyl, 2-trifluoromethylphenyl, 4-fluorophenyl, 4- 
chlorophenyl, 4-bromophenyl, 4-nitrophenyl, 4-methylphenyl, 4-hydroxyphenyl, 
4-methoxyphenyl, 4-ethoxyphenyl, 4-butoxyphenyl, 4-/\s{7-propylphenyl, 4- 
phenoxyphenyU 4-trifluoromethylphenyl, 4-hydroxymethylphenyl, 3- 
methoxyphenyl, 3-hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3- 
chlorophenyl, 3-bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3- 
methylphenyl, 3-trifluoromethylphenyl, 2,3-dichlorophenyl, 2,3-difluorophenyl, 
2,4-dichlorophenyl, 2,5-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4- 
difluorophenyl, 3,4-methylenedioxyphenyl, 3,4-dunethoxyphenyl, 3,5- 
difluorophenyl, 3,5-dichIorophenyl, 3,5-di-(trifluoromethyI)phenyl, 3,5- 
dimethoxyphenyl, 2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 

3.4.5- trifluorophenyl, 3,4,5-trimethoxyphenyI, 3,4,5-tri-(trifluoromethyl)phenyi, 

2.4.6- trifluorophenyl, 2,4,6-trimethylphenyl, 2,4,6-tri-(trifluoromethyl)phenyl, 
2,3,5-trifluorophenyl, 2,4,5-triflu6rophenyl, 2,5-difluorophenyl, 2-fluoro-3- 
trifluoromethylphenyl, 4-fluoro-2-trifluoromethylphenyl, 2-fluoro-4- 
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trifluoromethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyl, 4- 
phenylphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 2- 
phenylethyl, 3-phenyl-«-propyl, 4-phenyl-/7-butyl, methyl, ethyl, n-propyl, 
wo-propyl, wo-butyl, sec-butyl, r^AT-butyl, /i-pentyl, iso-valeryl, n-hexyl, 
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l-enyl, -CHz-cyclopropyl, -CHz-cyclobutyl, -CHj-cyclohexyl, 
-CHz-cyclopentyl, -CHjCHa-cyclopropyl, -CH2CH2-cyclobutyl, 
-CHjCHj-cyclohexyl, -CHjCHz-cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls (including 5-fluoropyrid-3-yl), chloropyridyls (including 5- 
chloropyrid-3-yl), thien-2-yl, thien-3-yl, benzothiazol-4-yl, 2-phenylbenzoxa2ol- 
5-yl, furan-2-yl, benzofuran-2-yl, thionaphthen-2-yl, thionaphthen-3-yl, 
thionaphthen-4-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5-yl, 
2-(thiophenyl)thien-5-yl, 6-methoxythionaphthen-2-yl, 3-phenyl- 1,2,4- 
thiooxadiazol-5-yl, 2-phenyIoxazol-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2-(cyclohexyl)ethyl, (CH3)2CH=CHCH2CH2CH(CH3)-, <^C(0)CH2-, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(thien-2-yl)-«-propyl, 2-(4-nitrophenyl)ethyl, 
2-(4-methoxyphenyI)ethyl, norboran-2-yl, (4-methoxyphenyl)methyl, (2- 
methoxyphenyl)methyl, (3-methoxyphenyl)methyl, (3-hydroxyphenyl)methyl, 
(4-hydroxyphenyl)methyl, (4-methoxyphenyl)methyl, (4-methyiphenyl)methyl, 
(4-fluorophenyl)niethyl, (4-fluorophenoxy)methyl, (2,4-dichlorophenoxy)ethyl, 
(4-chlorophenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, (l-(p- 
chlorophenyDethyl, (l-trifluoromethyl)ethyl, (4-methoxyphenyl)ethyl, 
CH30C(0)CH2-, benzylthiomethyl, 5-(methoxycarbonyl)-/z-pentyl, 3- 
(methoxycarbonyl)-/i-propyl, indan-2-yl, (2-methylbenzofuran-3-yl), 
methoxymethyl, CH3CH=CH-, CH3CH2CH=CH-, (4-chlorophenyl)C(0)CH2-. 
(4-fluorophenyl)C(0)CH2-, (4-methoxyphenyI)C(0)CH2-. 4-(fluorophenyl)- 
NHC(0)CH2-, l-phenyl-/j-butyl, (<^))2CHNHC(0)CH2CH2-, (CH3)2NC(0)CH2-, 
(<>)2CHNHC(0)CH2CH2-, methylcarbonylmethyl, (2,4- 
dimethylphenyl)C(0)CH2-, 4-methoxyphenyl-C(0)CH2-, phenyl-C(0)CH2-, 
CH3C(0)N(<^)-, ethenyl, methylthiomethyl, (CH3)3CNHC(0)CH2-, 
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4-fluorophenyl-C(0)CH2-, diphenylmethyl, phenoxymethyl, 3,4- 
methylenedioxyphenyl-CH2-, benzo[b]tliiophen-3-yl, (CH3)3COC(0)NHCH2-, 
rm/z5-styryl, H2NC(0)CH2CH2-, 2-trifluoromethyIphenyl-C(0)CH2, 
0C(O)NHCH(<^)CH2-. mesityl, CH3CH(=NHOH)CH2-, 4-CH3-<^- 
NHC(0)CH2CH2-, 0C(O)CH(0)CH2-, (CH3)2CHC(0)NHCH(.^>)-, 
CH3CH2OCH2-. CH30C(0)CH(CH3)(CH2)3-, 2,2,2-trifluoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH3-benzofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
^SOjCHz-, 3-cyclohexyl-/i-propyl, CF3CH2CH2CH2- and N-pyrrolidinyl. 

14. A method according to any of Claims 1, 2 or 3 where n is one or 
two, and each is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic. 

15. The method according to Claim 14 wherein is selected from the 
group consisting of methyl, etfiyl, n-propyl, wo-propyl, /i-butyl, wo-butyl, 
5ec-butyl, rm-butyl, -CH2CH(CH2CH3)2, 2-methyl-/j-butyl, 6-fluoro-rt-hexyl, 
phenyl, benzyl, cyclohexyl, cyclopentyl, cycloheptyl, allyl, wo-but-2-enyl, 
3-methylpentyl, -CHz-cyclopropyl, -CH2-cyclohexyl, -CH2CH2-cycIopropyl, 
-CHzCHj-cyclohexyl, -CH2-mdol-3-yl. />-(phenyl)phenyl, o-fluorophenyl, 
m-fluorophenyl, /7-fluorophenyI, Aw-methoxyphenyl, ;?-methoxyphenyl, 
phenethyl, benzyl, m-hydroxybenzyl, p-hydroxybenzyl, p-nitrobenzyl, 
m-trifluoromethylphenyl,p-(CH3)2NCH2CH2CH20-benzyl, 
p-(CH3)3COC(0)CH20-benzyl, />-(HOOCCH20)-benzyl, 2-aminopyrid-6-yl, 
/7-(N-morpholino-CH2CH20)-benzyl, -CH2CH2C(0)NH2, -CH2-imidazol-4-yl, 
-CH2-(3-tetrahydrofuranyl), -CH2-thiophen-2-yl, -CH2(l-methyl)cyclopropyl, 
-CH2-thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, -CH2-C(0)0-f-butyl, 
-CH2-C(CH3)3, -CH2CH(CH2CH3)2, 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH3)2]COOCH3, -CH2CH2N(CH3)2, -CH2C(CH3)=CH2, 
-CH2CH=CHCH3 (cis and trans), -CH2OH, -CH(0H)CH3, -CH(0-r-butyl)CH3, 
-CH2OCH3. -(CH2)4NH-Boc, -(CH2)4NH2, -CH2-pyridyl, pyridyl. 
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-CHj-naphthyl, -CH2-(N-morpholino), /7-(N-morpholino-CH2CH20)-benzyU 
benzo[b]thiophen-2-yl, 5-chlorobenzo[b]thiopheii-2-yU 4,5,6,7- 
tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5- 
chlorobenzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH2CH2SCH3, thien-2-yl, thien-3-yl, and the like. 

16. A method according to any of Claims 1, 2 or 3 wherein the cyclic 
groups defined by W and -C(H)pC(=X)- is selected from the group consisting 
of lactones, lactams, thiolactones, thiolactams, heterocyclic and cycloalkyl 
groups. 

17. The method according to Claim 16 wherein the cyclic group defined 
by W and -C(H)pC(=X)-, forms a lactam or thiolactam ring of the foraiula: 
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ffi 



10 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenyiene, substituted alkenylene, -(R}^Z\R2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^°, each is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substimted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any xmsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

18. The method according to Claim 17 wherein the lactam ring is 
selected from the group consisting of 



15 
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wherein A-B is selected from the group consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; R** is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 

is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substimted 
cycloalkyl; t is an integer from 0 to 4; t' is an integer from 0 to 3; and w is an 
integer from 0 to 3. 

19. The method according to Claim 16 wherein die cyclic group defined 
by W, together with -C(H)pC(=X)- is a ring of the foraiula: 
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or 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(^^^Z)^^^- and -ZR^^- 
where Z is a substituent selected from the group consistmg of -0-, -S- and 
>NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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20. The method according to Claim 19 wherein the alcohol or thiol 
substituted groups is selected from the group consisting of 

(V)t 




wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aiyl, aiyloxy, carboxyl, carboxylalkyi, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substimted thioalkoxy, trihalomethyl and the like; R* is selected 
from the group consisting of aUcyl, substituted alkyl, alkoxy, substimted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; ? is an integer from 
0 to 4; and w is an integer from 0 to 3. 

21. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(^^t:)^^,^- and -ZR"- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR2°, each is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substimted alkenyl, 
substituted alkynyl, aiyl, heteroaryl and heterocyclic, each R^' is independently 
alkylene, substituted alkylene, alkenylene and substimted alkenylene with the 
proviso that when Z is -O- or -S-, any unsamration in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



22. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of aikylene, 
substituted aikylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^°, each R^° is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
aikylene, substituted aikylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not uivolve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

23. The method according to Claim 22 wherein the compound of 
formula I is selected from the group consisting of 




o 



wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substimted alkenyl, alkynyl, substituted alkynyl, amino, ammoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylallqrl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; R* is selected 
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from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; r is an integer from 
0 to 4; and w is an integer from 0 to 3. 

24. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(S^^Tj^^i' and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^*^, each is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

25. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, fomis a ring of the formula: 




O 



-166- 




wherein /7 is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^'Z)qR2i- and -ZR^*- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR2°, each R2° is independendy selected from the group consisting of alkyi, 
alkenyl, alkynyl, cycloalkyl,. cycloalkenyl, substituted alkyl, substituted alkenyl, 
substimted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is mdependently 
alkylene, substimted alkylene, alkenylene and substimted alkenylene with the 
proviso that when Z is -O- or -S-, any imsaturation in the alkenylene and 
substimted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

26. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R2'Z)<,R2i- and -ZR"- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR2°, each is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substimted alkynyl, aryl, heteroaryl and heterocyclic, each R^* is independently 
alkylene, substituted alkylene, alkenylene and substimted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substimted alkenylene does not involve participation of the -O- or -S-, and q is 
an mteger of from 1 to 3. 

27. The method accordmg to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 

— C(H)p 

C 

II 

O 

wherein /7 is zero or one, T is selected from the group consisting of allq^lene, 
substimted alkylene, alkenylene, substimted alkenylene, -C^^T)^^^- and -ZR^*- 
where Z is a substiment selected from the group consistmg of -0-, -S- and 
>NR2", each R^" is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substimted alkyl, substimted alkenyl, 
substimted alkynyl, aryl, heteroaryl and heterocycUc, each R" is independently 
allq^lene, substimted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

28. The method according to Claim 27 wherein the compound of 
formula I is selected from the group consisting of: 




29. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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S 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted aikylene, alkenylene, substituted alkenylene, '(S}^Z)^2\- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^*^, each R^^ is independently selected from the group consisting of alkyU 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
aikylene, substituted aikylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an mteger of from 1 to 3. 

30. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, '(S}^Z)^2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

31. The method according to Claim 16 wherein the cyclic group defined 
by W, together with -C(H)pC(=X)-, forms a ring of the formula: 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each R^^ is independently selected from the group consisting of allg^l, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 




NR20R20 
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proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

32. A pharmaceutical composition comprising a pharmaceutically inert 
carrier and a pharmaceutically effective amount of a compound of formula I: 



wherein is selected from the group consisting of alkyl, alkenyl, alkynyl, 
cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, substituted 
alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H)pC(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 
each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 
structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxyl, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 



^^'^ NH ^"]^C(H)p 

m n 1 ^ 




c 

X 



I 



- 772 - 



alkylamino, N,N-disubstituted alkylamino, -NHC(0)R\ -NHS02R^ -C(0)NH2, 
-C(0)NHR^ -C(0)NR*R^ -S(0)R^ -S(0)2R^ -S(0)2NHR^ and -S(0)2NR^R^ 
where each R"* is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 

X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 

Y is represented by the formula: 




wherein each R^ is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking R^ to -CX'X"-, oxygen, 
sulfur, -NR^ where R^ is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1; 
/? is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H)pC(=X)- is unsaturated at the carbon atom of ring attachment to Y 
and when p is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

with the following provisos: 
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A. when R' is 3,5-difluorophenyI, is -CH3, Z is -CHjCCO)-, m isl, n 
is 1, and p is 1, then W, togedier with >CH and >C=X, does not form a 2- 
(S)-indanol group; 

B. when R^ is phenyl, R^ is -CH3, Z is -CHzCCO)-, m is 1, « is 1, and p is 
5 1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 

cyclohex-l-yl group; 

C. when R' is phenyl, Z is -CHjCCO)-, /n is 1, n is 0, and p is 1, then W, 
together with >CH and >C=X, does not form a gammabutyrolactone group 
or a 5,5-dimethyl-gammabutyrolactone group; 

10 D. when is phenyl, Z is -CHjCCO)-, m is 1, n is 0, and/? is 1, then W, 

together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R' is cyclopropyl, R^ is -CH3, Z is -CH2C(0)-, m is 1, « is 1, 
and p is I, then W, together with >CH and >C=X, does not form an N- 
methylcaprolactam group; 

15 F. when R^ is 4-chlorobenzoyl-CH2-, R^ is -CH3, Z is -CHiCCO)-, m 

is 1, /7 is 1, and p is 1, then W, together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

G. when R' is 2-phenylphenyl, R^ is -CH3, Z is -CHjCCO)-, m is 1, n 
is 1, and p is 1, then W, together with >CH and >C=X, does not form an 7- 

20 methyl-5,7-dihydro-6H-dibenz[b,d]a2epm-6-one; 

H. when R' is CHjOCCOCHa-, R^ is -CH3, Z is -CHzCCO)-, m is 1, /i 
is 1, and /? is 1, then W, togedier with >CH and >C=X, does not form an 
2,3-dihydro-l-(?-butylC(0)CH2-)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

I. when R' is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
25 CH30C(0)CH2-, 4-HOCH2-phenyl, 2,4,6-trifluorophenyl, 2-trifluQromethyl-4- 

fluorophenyl, or CH3S-, R^ is -CH3, Z is -CH2C(0)-, misl,/iisl,and/?isl, 
then W, together with >CH and >C=X. does not form a 2,3-dihydro-l-(^,JV- 
diethylamino-CH2CiF-)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

- J. when R' is 2,6-difluorophenyl, R^ is -CH3, Z is -CH(OH)C(0)-, m 
30 is 1, /I is 1, andp is 1, then W, together with >CH and >C=X, does not 
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form a 2,3-dihydro-l-(iV,iV-<Iiethylamino-CH2Cff-)-5-(2-pyri^^ 
beiizodiazepin-2-one, 

K. when m is 1 and n is 1, then 




does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substituted 
with 1 to 3 alkyl groups. 

33. The pharmaceutical composition according to Claim 32 where, in 
formula I, m is zero. 

34. The pharmaceutical composition according to Claim 33 wherein 
is aryl or heteroaryl. 

35. The pharmaceutical composition according to Claim 34 wherein 
is selected from the group consisting of 

(a) phenyl. 
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(b) a substituted phenyl group of the formula: 




wherein R*" is selected from the group consisting of acyl, alkyl, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wherein R** and R*" are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3 are heteroatoms mdependently selected from the 
group consisting of oxygen, nitrogen and sulfur 

R** and R**' are independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when R*= is hydrogen, then and R**' are either both hydrogen or 
both substituents other than hydrogen, 

(c) 2-naphthyl, 

(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl, and heteroaryl, 

(e) heteroaryl, and 

(f) substituted heteroaryl containing 1 to 3 substituents selected from the 
group consisting of alkyl, alkoxy, aryl, aiyloxy, cyano, halo, nitro,' heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group. 
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36. The pharmaceutical composition according to Claim 32 wherein 
is selected from the group consisting of mono-, di- and tri-substituted phenyl 
groups. 

37. The pharmaceutical composition according to Claim 36 wherein 
is a disubstituted phenyl selected from the group consisting of 3,5- 
dichlorophenyl, 3,5-difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4- 
dichlorophenyl, 3,4-difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3- 
chloro-4-cyanophenyl, 3-chloro-4-iodophenyI, and 3,4-methylenedioxyphenyL 

38. The pharmaceutical composition according to Claim 36 wherein R^ 
is a monosubstituted phenyl selected from the group consisting of 
4-azidophenyl, 4-bromophenyl, 4-chlorophenyl, 4-cyanophenyl, 4-ethyIphenyl, 
4-fluorophenyl, 4-iodophenyl, 4-(phenylcarbonyl)-phenyl, and 4-(l- 
ethoxy)ethylphenyL 

39. The pharmaceutical composition according to Claim 36 wherein R^ 
is a trisubstituted phenyl selected from the group consisting of 3,4,5- 
trifluorophenyl and 3,4,5-trichlorophenyl. 

40. The pharmaceutical composition according to Claim 32 wherein R^ 
is selected from 2-naphthyl, quinolin-3-yl, 2-methyIquinolin-6-yl, benzothiazol- 
6-yl, 5-indolyl, and phenyl. 

41. The pharmaceutical composition according to any of Claim 32 
wherein m is one. 

42. The pharmaceutical composition according to Claim 41 wherein R^ 
is selected from the group consisting of phenyl, l-naphthyl, 2-naphthyl, 
2-chlorophenyI, 2-fluorophenyl, 2-bromophenyl, 2-hydroxyphenyl, 
2-nitrophenyl, 2-methylphenyl, 2-methoxyphenyl, 2-phenoxyphenyl, 
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2- trifluoromethylphenyl, 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 
4-mtrophenyl, 4-niethylphenyl, 4-hydroxypheiiyl, 4-methoxyphenyl, 
4-ethoxyphenyl, 4-butoxyphenyl, 4-/^o-propylphenyl, 4-phenoxy phenyl, 
4-trifluoromethylphenyl, 4-hydroxymethylphenyl, 3-methoxyphenyl, 

5 3-hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 

3- bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3-methylphenyI, 

3- trifluoromethylphenyl, 2,3-dichlorophenyl, 2,3-difluorophenyl, 2,4- 
dichlorophenyl, 2,5-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4-difluorophenyl, 
3,4-methylenedioxyphenyl, 3,4-diinethoxyphenyl, 3,5-difluorophenyl, 

10 3,5-dichlorophenyl, 3,5-di-(trifluoromethyl)phenyl, 3, S-dimethoxy phenyl, 
2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 3,4,5- 
trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-tri-(trifluoromethyl)phenyl, 
2,4,6-trifluorophenyl, 2,4,6-triniethylphenyl, 2,4,6-tri-(trifluoromethyI)phenyl, 
2,3,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 

15 trifluoromethylphenyl, 4-fluoro-2-trifluoromethylphenyl, 2-fluoro-4- 

trifluoromethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dunethylphenyl, 

4- phenylphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 
2-phenylethyl, 3-phenyl-/i-propyl, 4-phenyl-/2-butyl, methyl, ethyl, n-propyl, 

20 z.yo-propyl, iso-bntyh sec-hutyU r^rf-butyl, n-pentyl, iso-wbIqijI, w-hexyl, 

cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-l-enyl, cyclopent-2- 
enyl, cyclohex-l-enyl, -CHj-cyclopropyl, -CHj-cyclobutyl, -CHj-cyclohexyl, 
-CH2-cyclopentyl, -CH2CH2-cyclopropyl, -CHjCHj-cyclobutyl, 
-CHaCHi-cyclohexyl, -CH2CH2-cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 

25 fluoropyridyls, chloropyridyls, thien-2-yl, thien-3-yl, benzothiazoM-yl, 
2-phenylbenzoxazol-5-yl, furan-2-yl, benzofuran-2-yl, thionaphthen-2-yl, 
thionaphthen-3-yl, thionaphthen-4-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5- 
yl, 2-(thiophenyl)thien-5-yl, 6-methoxythionaphthen-2-yl, 3-phenyl-l,2,4- 
thiooxadiazol-5-yl, 2-phenyloxa2oI-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 

30 2-(cyclohexyl)ethyl, (CH3)2CH=CHCH2CH2CH(CH3)-, 0C(O)CH2-, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyl, 3-(thien-2-yl)-/z-propyl, 2-(4-nitrophenyl)ethyl, 
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2- (4-methoxyphenyl)ethyI, norboran-2-yl, (4-methoxyphenyl)methyl, 
(2-methoxyphenyl)methyl, (3-methoxyphenyi)methyI, (3-hydroxyphenyl)methyl, 
(4-hy(lroxyphenyl)methyl, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl, 
(4-fluorophenyl)methyl, (4-fluorophenoxy)methyl, (2,4-dichlorophenoxy)ethyl, 
(4-chlorophenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, 
(l-(p-chlorophenyl)ethyl, (l-trifluoromethyl)ethyl, (4-methoxyphenyl)ethyl, 
CH30C(0)CH2-, beuzylthiomethyl, 5-(methoxycarbonyl)-/i-peiityl, 

3- (methoxycarbonyl)-/i-propyl, indan-2-yl, (2-methylbenzofuran-3-yl), 
methoxymethyl, CH3CH=CH-, CH3CH2CH=CH-, (4-cMorophenyl)C(0)CH2-, 
(4-fluorophenyl)C(0)CH2-, (4-methoxyphenyl)C(0)CH2-, 4-(fluorophenyl)- 
NHC(0)CH2-. l-phenyl-/2-butyl, (<^)2CHNHC(0)CH2CH2-, (CH3)2NC(0)CH2-. 
(<^)2CHNHC(0)CH2CH2-, methylcarbonylmethyl, 

(2,4-dimethylphenyl)C(0)CH2-, 4-methoxyphenyl-C(0)CH2-, phenyl-C(0)CH2-, 
CH3C(0)N(<^.)-, ethenyl, methylthiomethyl, (CH3)3CNHC(0)CH2-, 

4- fluorophenyl-C(0)CH2-, diphenylmethyl, phenoxymethyl, 
3,4-methylenedioxyphenyl-CH2-, benzo[b]thiophen-3-yl, (CH3)3COC(0)NHCH2- 
, trans-styryX, H2NC(0)CH2CH2-, 2-trifluoromethyIphenyl-C(0)CH2, 
«AC(O)NHCH(0)CH2-, mesityl, CH3CH(=NHOH)CH2-, 4-CH3-<^- 
NHC(0)CH2CH2-, <^C(0)CH(<^)CH2-, (CH3)2CHC(0)NHCH(<^)-. 
CH3CH2OCH2-, CH30C(0)CH(CH3)(CH2)3-, 2,2,2-trifluoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH3-beiizofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
.^02CH2-, 3-cyclohexyl-«-propyl, CF3CH2CH2CH2- and N-pyrroUdinyL 

43. The pharmaceutical composition according to Claim 32 where n is 
one or two, and each is independently selected from the group consisting of 
alkyl, substituted alkyl, alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic. 

44. The pharmaceutical composition according to Claim 43 wherein 
is selected from the group consisting of methyl, ethyl, /i-propyl, /50-propyl, 
/i-butyl, «<?-butyl, 5^c-butyl, terr-butyl, -CH2CH(CH2CH3)2, 2-methyl-/i-butyl, 
6-fluoro-/i-hexyl, phenyl, benzyl, cyclohexyl, cyclopentyl, cycloheptyl, allyl. 
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«o-but-2-enyl, 3-methylpentyl, -CHj-cyclopropyl, -CHz-cyclohexyl, -CH2CH2- 
cyclopropyl, -CHjCHz-cyclohexyl, -CHj-indol-S-yl, p-(phenyl)phenyl, 
o-fluorophenyl, m-fluorophenyl, j?-fluorophenyl, m-methoxyphenyl, p- 
methoxyphenyl, phenethyl, benzyl, m-hydroxybenzyl, /J-hydroxybenzyl, p- 
nitrobenzyl, m-trifluoromethylphenyl, p-(CH3)2NCH2CH2CH20-benzyI, 
p-(CH3)3COC(0)CH20-benzyl, /7-(HOOCCH20)-benzyl, 2-aniinopyrid-6-yl, 
/7-(N-morpholmo-CH2CH20)-benzyl, -CH2CH2C(0)NH2, -CH2-imidazol-4-yl, 
-CH2-(3-tetrahydrofuranyl), -CH2-thiophen-2-yl, -CHjCl-inethyOcyclopropyl, 
-CH2-thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, -CH2-C(0)0-?-butyl, 
-CH2-C(CH3)3, -CH2CH(CH2CH3)2, 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH3)2]COOCH3, -CH2CH2N(CH3)2. -CH2C(CH3)=CH2, 
-CH2CH=CHCH3 (cis and trans), -CH2OH, -CH(0H)CH3, -CH(0-/-butyl)CH3, 
-CH2OCH3. -(CH2)4NH-Boc, -(CH2)4NH2, -CH2-pyridyl, pyridyl, 
-CH2-naphthyl, -CH2-(N-morpholino), /7-(N-morpholino-CH2CH20)-benzyl, 
benzo[b]thiophen-2-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yI, 5- 
chlorobenzo[b]thiophen-3-yI, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH2CH2SCH3, thien-2-yl, thien-3-yl, and the like. 

45. The pharmaceutical composition according to Claim 32 wherein the 
cyclic groups defined by W and -C(H)pC(=X)- is selected from the group 
consisting of lactones, lactams, thiolactones, thiolactams, heterocyclic and 
cycloalkyl groups. 

46. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W and -C(H)pC(=X)-, forms a lactam or thiolactam 
ring of the formula: 
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or 




II 

s 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)^2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^*^, each R^*^ is independently selected from the group consistmg of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is mdependently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any imsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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5 



10 




wherein A-B is selected from the group consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 

20 acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 

25 amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; R** is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
R*= is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted 

30 cycloalkyl; / is an integer from 0 to 4; t' is an integer from 0 to 3; and w is an 
integer from 0 to 3. 
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10 



f 15 



20 



25 



48. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)- is a ring of the 
formula: 



or 





wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted allqrlene, alkenylene, substituted alkenylene, -(R"Z)qR2r and -ZR"- 
where Z is a substiment selected from the group consisting of -0-, -S- and 
>NR^, each is independently selected from the group consisting of alkyl, 
35 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substimted alkyl, substitated alkenyl, 
substituted alkynyl, aiyl, heteroaryl aiKi heterocyclic, each R^' is mdependently 
alkylene, substimted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

49. The pharmaceutical composition accordmg to Claim 48 wherein the 
alcohol or thiol substituted groups is selected from the group consistmg of 
(V)t 




wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaiyl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 
from the group consisting of alkyl, substituted allgrl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; r is an integer from 
0 to 4; and w is an integer from 0 to 3. 
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50. The phamaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 




wherein/^ is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, '(R}^Z\R2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each R^*^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

51. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 
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II 

o 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -{R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3, 

52. The pharmaceutical composition according to Claim 51 wherein the 
compound of formula I is selected from the group consisting of 
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O 



wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; r is an integer from 
0 to 4; and w is an integer from 0 to 3. 

53. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 




S 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted aikenylene, -(?}^Z)^2i- -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyU substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

54. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -S- and 
>NR^^, each R^° is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 




S 
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substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

55. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R2^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^°, each R^° is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substimted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 




S 



56. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC{:=X)-, forms a ring of the 
formula: 
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— C(H)p 

C 
O 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substimted alkenylene, -(R^*Z)qR2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR2", each R^° is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substimted alkyl, substimted alkenyl, 
substimted alkynyl, aryl, heteroaryl and heterocyclic, each R^' is independently 
alkylene, substimted alkylene, alkenylene and substimted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substimted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

57. The pharmaceutical composition according to Claun 56 wherein the 
compound of formula I is selected from the group consisting of: 
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58. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 

— C(H)p 

^^^^ C 

S 

wherein /? is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R"Z)qR2i- and -ZR^'- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR2°, each R^" is independently selected from the group consisting of alkyi, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substimted alkenyl, 
substituted allq^nyl, aryl, heteroaryl and heterocyclic, each R^* is independently 
allQ'lene, substituted alkylene, alkenylene and substimted alkenylene with the 
proviso that when Z is -O- or -S-, any unsamration in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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59. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 

5 



10 



15 




wherein /? is zero or one, T is selected from the group consisting of alkylene, 
C3 20 substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 

where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
25 alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



30 
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60. The pharmaceutical composition according to Claim 45 wherein the 
cyclic group defined by W, together with -C(H)pC(=X)-, forms a ring of the 
formula: 




NR20R20 



wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
> NR^*^, each R^*^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloaUcenyl, substituted alkyl, substituted alkenyl, 
substimted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 
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61. A compound of formula I: 



10 



15 




wherein is selected from the group consisting of alkyl, alkenyl, alkynyl, 
20 cycloalkyl, cycloalkenyl, substituted alkyl, substimted alkenyl, substituted 

alkynyl, substituted cycloalkyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

W, together with -C(H)pC(=X)-, forms a cycloalkyl, cycloalkenyl, 
heterocyclic, substituted cycloalkyl, or substituted cycloalkenyl group wherein 

25 each of said cycloalkyl, cycloalkenyl, heterocyclic, substituted cycloalkyl or 
substituted cycloalkenyl group is optionally fused to form a bi- or multi-fused 
ring system (preferably no more than 5 fused rings) with one or more ring 
structures selected from the group consisting of cycloalkyl, cycloalkenyl, 
heterocyclic, aryl and heteroaryl group which, in turn, each of such ring 

3d structures are optionally substituted with 1 to 4 substituents selected from the 
group consisting of hydroxy 1, halo, alkoxy, substituted alkoxy, thioalkoxy, 
substituted thioalkoxy, nitro, cyano, carboxyl, carboxyl esters, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, amino, N- 
alkylamino, N,N-dialkylamino, N-substituted alkylamino, N-alkyl N-substituted 

35 alkylamino, N,N-disubstituted alkylamino, -NHC(0)R\ -NHS02R^, -C(0)NH2, 
-C(0)NHR\ -C(0)NR^R^ -S(0)R\ -S(0)2R\ -S(0)2NHR^ and -S(0)2NR^R^ 
where each R"^ is independently selected from the group consisting of alkyl, 
substituted alkyl, or aryl; 
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X is selected from the group consisting of oxo (=0), thiooxo (=S), 
hydroxyl (-H, -OH), thiol (H,-SH) and hydro (H,H); 
Y is represented by the formula: 




wherein each is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, aryl, heteroaryl and heterocyclic; 

Z is represented by the formula -T-CX'X"C(0)- where T is selected from 
the group consisting of a bond covalently linking to -CX'X"-, oxygen, 
sulfur, -NR^ where R^ is hydrogen, acyl, alkyl, aryl or heteroaryl group; 

X' is hydrogen, hydroxy or fluoro, 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 
group; 

m is an integer equal to 0 or 1; 
/2 is an integer equal to 0, 1 or 2; 

p is an integer equal to 0 or 1 such that when p is zero, the ring defined by 
W and -C(H)pC(=X)- is unsaturated at the carbon atom of ring attachment to Y 
and when p is one, the ring is saturated at the carbon atom of ring attachment 
to Y, 

with the following provisos: 

A. when R^ is 3,5-difluorophenyl, R^ is -CH3, Z is -CH2C(0)-, /w is I, n 
is t, and /? is 1, then W, together, with >CH and >C=X, does not form a 2- 
(S)-indanol group; 
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B. when is phenyl, is -CH3, Z is -CHjCCO)-, m is 1, n is 1, and p is 
1, then W, together with >CH and >C=X, does not form a trans-2-hydroxy- 
cyclohex-l-yl group; 

C. when R^ is phenyl, Z is -CHjCCO)-, m is 1, /i is 0, and /? is 1, then W, 
5 together with >CH and >C=X, does not form a gammabutyrolactone group 

or a 5,5-dimethyl-ganimabutyrolactone group; 

D. when R^ is phenyl, Z is -CR^CiOy, /n is 1, « is 0, and /? is 1, then W, 
together with >CH and >C=X, does not form a e-caprolactam group; 

E. when R^ is cyclopropyl, R^ is -CH3, Z is -CHjCCO)-, m is 1, n is 1, 
10 and /? is 1, then W, together with >CH and >C=X, does not form an N- 

methylcaprolactam group; 

F. when R^ is 4-chlorobenzoyl-CH2-, R^ is -CH3, Z is -CHzCCO)-, m 
is 1, n is 1, and p is 1, then W, together with >CH and >C=X, does not 
form an 2,3-dihydro-l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one; 

15 G. when R^ is 2-phenylphenyl, R^ is -CH3, Z is -CHjCCO)-, misl,n 

is 1, and /? is 1, then W, together with >CH and >C=X, does not form an 7- 
methyl-5,7-dihydro-6H-diben2[b,d]azepin-6-one; 

H. when R^ is CH30C(0)CH2-, R^ is -CH3, Z is -CH2C(0)-, /n is 1, n 
is 1, and /? is 1, then W, together with >CH and >C=X, does not form an 

20 2,3-dihydro-l-(r-butylC(0)CH2-)-5-(2-pyridyl)-lH-l,4-benzodiazepin"2-one; 

I. when R^ is 4-ethoxyphenyl, 2,4,6-trimethylphenyl, 4-phenylphenyl, 
CH30C(0)CH2-, 4-HOCH2-phenyl, 2,4,6-trifluorophenyl, 2-trifluoromethyl-4- 
fluorophenyl, or CH3S-, R^ is -CH3, Z is -CH2C(0)-, /w is 1, « is 1, and p is 1, 
then W, together with >CH and >C=X, does not form a 2,3-dihydro-l-(iV,iV- 

25 diethylamino-CH2CH^-)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one; 

J. when R^ is 2,6-difluorophenyl, R^ is -CH3, Z is -CH(OH)C(0)-, m 
is 1, /2 is 1, and /? is 1, then W, together with >CH and >C=X, does not 
form a 2,3-dihydro-l-(A^,^^-ciiethylamino-CH2CH^-)-5-(2-pyridyl)-lH-l,4- 
benzodiazepin-2-one , 

30 K. when m is 1 and /z is 1 , then 
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i 



m 



35 



W 
— C(H)p 




10 



does not equal cycloalkyl of from 3 to 8 carbon atoms optionally substimted 
15 with 1 to 3 alkyl groups. 

62, The compound according to Claim 61 where, in formula I, /n is 
zero. 

20 63. The compound according to Claim 62 wherein is aryl or 

heteroaryl. 

64. The compound according to Claim 63 wherein is selected from 
the group consisting of 
25 (a) phenyl, 

(b) a substituted phenyl group of the formula: 



30 




40 
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wherein is selected from the group coiisisting of acyl, alkyl, alkoxy, 
alkylalkoxy, azido, cyano, halo, hydrogen, nitro, trihalomethyl, thioalkoxy, 
and wherein and R*" are fused to form a heteroaryl or heterocyclic ring with 
the phenyl ring wherein the heteroaryl or heterocyclic ring contains from 3 to 8 
atoms of which from 1 to 3 are heteroatoms independently selected from the 
group consisting of oxygen, nitrogen and sulfur 

R*' and R^' are independently selected from the group consisting of 
hydrogen, halo, nitro, cyano, trihalomethyl, alkoxy, and thioalkoxy with the 
proviso that when R*" is hydrogen, then R^ and R^' are either both hydrogen or 
both substituents other than hydrogen, 

(c) 2-naphthyl, 

(d) 2-naphthyl substituted at the 4, 5, 6, 7 and/or 8 positions with 1 to 5 
substituents selected from the group consisting alkyl, alkoxy, halo, cyano, nitro, 
trihalomethyl, thioalkoxy, aryl, and heteroaryl, 

(e) heteroaryl, and 

(f) substituted heteroaryl containing 1 to 3 substituents selected from the 
group consisting of alkyl, alkoxy, aryl, aryloxy, cyano, halo, nitro, heteroaryl, 
thioalkoxy, thioaryloxy provided that said substituents are not ortho to the 
heteroaryl attachment to the -NH group, 

65. The compound according to Claim 61 wherein R^ is selected from 
the group consisting of mono-, di- and tri-substituted phenyl groups. 

66. The compound according to Claim 65 wherein R^ is a disubstituted 
phenyl selected from the group consisting of 3,5-dichlorophenyl, 3,5- 
difluorophenyl, 3,5-di(trifluoromethyl)-phenyl, 3,4-dichlorophenyl, 3,4- 
difluorophenyl, 3-(trifluoromethyl)-4-chlorophenyl, 3-chloro-4-cyanophenyl, 3- 
chloro-4-iodophenyl, and 3,4-methylenedioxyphenyl. 

' 67. The compound according to Claim 65 wherein R^ is a 
monosubstituted phenyl selected from the group consisting of 
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4-azidophenyL 4-bromophenyl, 4-chlorophenyl, 4-cyanophenyl, 4-ethylphenyI, 
4-fluorophenyl, 4-iodophenyl, 4-(phenylcarbonyl)-phenyU and 4-(l- 
ethoxy )ethy Ipheny 1 . 

68. The compound according to Claim 65 wherein is a trisubstituted 
phenyl selected from the group consisting of 3,4,5-trifluorophenyl and 3,4,5- 
trichlorophenyl. 

69. The compound according to Claim 61 wherein is selected from 
2-naphthyl, quinolin-3-yl, 2-methylquinolin-6-yl, benzothiazol-6-yl, 5-indolyl, 
and phenyl. 



70. The compound according to any of Claim 61 wherein m is one. 



71. The compound according to Claim 70 wherein R^ is selected from 
the group consisting of phenyl, 1-naphthyl, 2-naphthyl, 
2-chlorophenyl, 2-fluorophenyl, 2-bromophenyl, 2-hydroxyphenyl, 
2-nitrophenyl, 2-methy Ipheny 1, 2-methoxyphenyl, 2-phenoxyphenyl, 

2- trifluoromethylphenyl, 4-fluorophenyl, 4-chlorophenyl, 4-bromophenyl, 
4-nitrophenyl, 4-methy Ipheny 1, 4-hydroxyphenyl, 4-methoxyphenyl, 
4-ethoxyphenyl, 4-butoxyphenyl, 4-/5o-propy Ipheny 1, 4-phenoxy phenyl, 
4-trifluoromethylphenyl, 4-hy droxymethy Ipheny 1, 3-methoxyphenyl, 

3- hydroxyphenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 
3-bromophenyl, 3-phenoxyphenyl, 3-thiomethoxyphenyl, 3-methylphenyl, 
3-trifluoromethylphenyl, 2,3-dichlorophenyI, 2,3-difluorophenyl, 2,4- 
dichlorophenyl, 2,5-dimethoxyphenyl, 3,4-dichlorophenyl, 3,4-difluorophenyl, 

3. 4- methy lenedioxyphenyl, 3,4-dimethoxyphenyl, 3,5-difluorophenyl, 

3.5- dichlorophenyl, 3,5-di-(trifluoromethyl)phenyl, 3,5-dimethoxyphenyl, 
2,4-dichlorophenyl, 2,4-difluorophenyl, 2,6-difluorophenyl, 3,4,5- 
trifluorophenyl, 3,4,5-trimethoxyphenyl, 3,4,5-tri-(trifluoromethyl)phenyl, 
2,4, 6-trifluoropheny 1 ,2,4, 6-trimethy Ipheny 1 , 2 ,4, 6-tri-(trifluoromethy l)pheny 1 , 
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2,3,5-trifluorophenyl, 2,4,5-trifluorophenyl, 2,5-difluorophenyl, 2-fluoro-3- 
trifluoromethylphenyl, 4-fluoro-2-trifluoromethylphenyI, 2-fluoro-4- 
trifluoromethylphenyl, 4-benzyloxyphenyl, 2-chloro-6-fluorophenyl, 2-fluoro-6- 
chlorophenyl, 2,3,4,5,6-pentafluorophenyl, 2,5-dimethylphenyl, 
4-phenylphenyl, 2-fluoro-3-trifluoromethylphenyl, adamantyl, benzyl, 
2-phenyIethyl, 3-phenyl-/i-propyl, 4-phenyl-/z-butyI, methyl, ethyl, n-propyl, 
MO-propyl, w<3-butyl, sec-hutyl, tert-hxityl, /i-pentyl, wo-valeryl, n-hexyl, 
cyclopropyl, cyclobutyl, cyclohexyl, cyclopentyl, cyclopent-1-enyI, cyclopent-2- 
enyl, cyclohex-l-enyl, -CHj-cyclopropyl, -CH,-cyciobutyl, -CHz-cyclohexyl, 
-CHz-cyclopentyl, -CHjCHz-cyclopropyl, -CHoCHz-cyclobutyl, 
-CHjCHz-cyclohexyl, -CHjCHj-cyclopentyl, pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, 
fluoropyridyls, chloropyridyls, thien-2-yl, thien-3-yl, benzothiazol-4-yl, 
2-phenylbenzoxazol-5-yl, furan-2-yl, benzofuran-2-yl, thionaphthen-2-yl, 
thionaphthen-3-yl, thionaphthen-4-yl, 2-chlorothiophen-5-yl, 3-methyIisoxazol-5- 
yl, 2-(thiophenyl)thien-5-yl, 6-methoxythionaphthen-2-yU 3-phenyl- 1,2,4- 
thiooxadiazol-5-yl, 2-phenyloxazol-4-yl, indol-3-yl, l-phenyl-tetraol-5-yl, allyl, 
2-(cycIohexyl)ethyl, (CH3)2CH=CHCH2CH2CH(CH3)-, 0C(O)CH2-, thien-2-yl- 
methyl, 2-(thien-2-yl)ethyI, 3-(thien-2-yl)-n-propyl, 2-(4-nitrophenyl)ethyl, 

2- (4-methoxyphenyl)ethyl, norboran-2-yl, (4-methoxyphenyI)methyl, 
(2-methoxyphenyl)methyl, (3-methoxyphenyl)methyl, (3-hydroxyphenyl)methyl, 
(4-hydroxyphenyl)methyI, (4-methoxyphenyl)methyl, (4-methylphenyl)methyl, 
(4-fluorophenyl)methyl, (4-fluorophenoxy)methyl, (2,4-dichlorophenoxy)ethyl, 
(4-chlorophenyl)methyl, (2-chlorophenyl)methyl, (l-phenyl)ethyl, 
(l-(/7-chlorophenyl)ethyl, (l-trifluoromethyl)ethyl, (4-methoxyphenyl)ethyl, 
CH30C(0)CH2-, benzylthiomethyl, 5-(methoxycarbonyl)-/j-pentyl, 

3- (methoxycarbonyl)-«-propyl, indan-2-yI, (2-methylbenzofuran-3-yl), 
methoxymethyl, CH3CH=CH-, CH3CH2CH=CH-. (4-chlorophenyI)C(0)CH2-, 
(4-fluorophenyl)C(0)CH2-, (4-methoxyphenyl)C(0)CH2-, 4-(fluorophenyl)- 
NHC(0)CH2-, l-phenyl-«-butyl, ((A)2CHNHC(0)CH2CH2-, (CH3)2NC(0)CH2-. 
(<^))'2CHNHC(0)CH2CH2-, methylcarbonylmethyl. 
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(2,4-dimethylphenyl)C(0)CH2-, 4-methoxyphenyl-C(0)CH2-, phenyl-C(0)CH2-, 
CH3C(O)N(0)-, ethenyl, methylthiomethyl, (CH3)3CNHC(0)CH2-, 
4-fluorophenyl-C(0)CH2-, diphenylmethyl, phenoxymethyl, 
3 ,4-methylenedioxyphenyl-CH2-, benzo[b]thiophen-3-yl, (CH3)3COC(0)NHCH2- 
, tranS'Styryl, H2NC(0)CH2CH2-, 2-trifluoromethylphenyl-C(0)CH2, 
<^»C(0)NHCH(<^))CH2-, mesityl, CH3CH(=NHOH)CH2-, 4-CH3-<^- 
NHC(0)CH2CH2-, (/>C(0)CH(</))CH2-, (CH3)2CHC(0)NHCH(<^))-, 
CH3CH2OCH2-, CH30C(0)CH(CH3)(CH2)3-, 2,2,2-trifluoroethyl, 
l-(trifluoromethyl)ethyl, 2-CH3-ben2ofuran-3-yl, 2-(2,4-dichlorophenoxy)ethyl, 
^SOsCHj-, 3-cyclohexyl-rt-propyl, CF3CH2CH2CH2- and N-pyrrolidinyl. 

72. The compound according to Claim 61 where n is one or two, and 
each is independently selected from the group consisting of alkyl, substituted 
alkyl, alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic. 

73. The compound according to Claim 61 wherein is selected from 
the group consisting of methyl, ethyl, /z-propyl, wo-propyl, 

/i-butyl, /5^?-butyl, 5ec-butyl, rm-butyl, -CH2CH(CH2CH3)2, 2-methyl-Ai-butyl, 
6-fluoro-/z-hexyl, phenyl, benzyl, cyclohexyl, cyclopentyl, cycloheptyl, ally I, 
/5<?-but-2-enyl, 3-methylpentyl, -CHj-cyclopropyl, -CH2-cyclohexyl, -CH2CH2- 
cyclopropyl, -CH2CH2-cyclohexyl, -CH2-indol-3-yl, /7-(phenyl)phenyl, 
o-fluorophenyl, m-fluorophenyl, p-fluorophenyl, m-methoxyphenyl, p- 
methoxyphenyl, phenethyl, benzyl, w-hydroxybenzyl, p-hydroxybenzyl, 
nitrobenzyl, m-trifluoromethylphenyl, p-(CH3)2NCH2CH2CH20-benzyl, 
/7-(CH3)3COC(0)CH20-benzyl, /7-(HOOCCH20)-benzyK 2-aminopyrid-6-yI, 
j?-(N-morpholino-CH2CH20)-benzyl, -CH2CH2C(0)NH2, -CHj-imidazoM-yl, 
-CH2-(3-tetrahydrofurany I) , -CH2-thiophen-2-y 1 , -CH2( 1 -methy l)cy clopropy 1 , 
-CH2-thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, -CH2-C(0)0-r-butyl, 
-CH2-C(CH3)3, -CH2CH(CH2CH3)2, 2-methylcyclopentyl, cyclohex-2-enyl, 
-CH[CH(CH3)2]COOCH3, -CH2CH2N(CH3)2, -CH2C(CH3)=CH2, 
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-CH2CH=CHCH3 (cis and trans), -CH.OH, -CH(OH)CH3, -CH(0-r-butyl)CH3, 
-CH2OCH3, -(CH2)4NH-Boc, -(CH2)4NH2, -CHs-pyridyl, pyridyl, 
-CH2-naphthyl, -CH2-{N-morpholino), /7-(N-morpholino-CH2CH20)-benzyl, 
benzo[b]thiophen-2-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[b]thiophen-2-yl, ben2o[b]thiophen-3-yl, 5- 
chlorobenzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH2CH2SCH3, thien-2-yl, thien-3-yl, and the like. 

74. The compound according to Claim 61 wherein the cyclic groups 
defined by W and -C(H)pC(=X)- is selected from the group consisting of 
lactones, lactams, thiolactones, thiolactams, heterocyclic and cycloalkyl groups. 

75. The compound according to Claim 74 wherein the cyclic group 
defined by W and -C(H)pC(=X)-, forms a lactam or thiolactam ring of the 
formula: 




C 



O 
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or 



10 




m 15 s 

Q wherein /? is zero or one, T is selected from the group consisting of alkylene, 

p substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)^jR2j- and -ZR^^- 

. 20 where Z is a substituent selected from the group consisting of -0-, -S- and 

Q >NR^*^, each R^^ is independently selected from the group consisting of alkyl, 

C alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 

substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 

alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
25 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

substituted alkenylene does not involve participation of the -O- or -S-, and q is 

an integer of from 1 to 3, 
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wherein A-B is selected from the group consisting of alkylene, alkenylene, 
substituted alkylene, substituted alkenylene and -N=CH-; Q' is oxygen or 
sulfur; each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; R** is selected from 
the group consisting of alkyl, substituted alkyl, alkenyl, substituted alkenyl, 
alkynyl, substituted alkynyl, acyl, aryl, heteroaryl, heterocyclic, and the like; 
R^ is selected from the group consisting of alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, aryl, heteroaryl, heterocyclic, cycloalkyl, and substituted 
cycloalkyl; t is an integer from 0 to 4; r' is an integer from 0 to 3; and w is an 
integer from 0 to 3. 

'77. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)- is a ring of the formula: 
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25 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 

30 >NR^^, each R^^ is mdependently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substimted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

35 substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

78. The compound according to Claim 77 wherein the alcohol or thiol 
substituted groups is selected from the group consisting of 

40 
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wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl, 
aryl, aryloxy, carboxyl, carboxylalkyl, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; t is an integer from 
0 to 4; and w is an integer from 0 to 3. 
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79. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 



10 



— C(H), 




NR20 



^0 



h4 



15 



20 



25 



wherein p is zero or one, T is selected from the group consisting of alkylene. 



?21 



substituted alkylene, alkenylene, substituted alkenylene, -(^^Z)^2r and -ZR' 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^°, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



80. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 



30 



35 



— C(H) 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each R^^ is independently selected from the group consisting of alkyl, 
5 alkenyl, alkynyU cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
U- 10 an integer of from 1 to 3. 

Sip; 

jP 81. The compound according to Claim 80 wherein the compound of 

r formula I is selected from the group consisting of 



15 




25 



30 



wherein each V is independently selected from the group consisting of hydroxy, 
acyl, acyloxy, alkyl, substituted alkyl, alkoxy, substituted alkoxy, alkenyl, 
substituted alkenyl, alkynyl, substituted alkynyl, amino, aminoacyl, alkaryl. 
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aryl, aryloxy, carboxyl, carboxylalkyi, cyano, halo, nitro, heteroaryl, 
thioalkoxy, substituted thioalkoxy, trihalomethyl and the like; is selected 
from the group consisting of alkyl, substituted alkyl, alkoxy, substituted alkoxy, 
amino, carboxyl, carboxyl alkyl, cyano, halo, and the like; r is an integer from 
5 0 to 4; and w is an integer from 0 to 3. 



10 



15 



20 



82. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 




wherein p is zero or one, T is selected from the group consisting of alkylene, 
substimted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 

25 where Z is a substituent selected from the group consisting of -0-, -S- and 

>NR^*^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

30 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 

substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 



35 



83. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^*', each R^° is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

84. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each R^^ is independently selected from the group consisting of alkyl, 
5 alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
10 an integer of from 1 to 3. 

85 . The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 

15 



20 




O 



25 

wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 

30 . where Z is a substituent selected from the group consisting of -0-, -S- and 

>NR^°, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 

35 proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
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substituted alkenylene does not involve participation of the -O- or and q 
an integer of from 1 to 3. 

86. The compound according to Claim 85 wherein the compound of 
formula I is selected from the group consisting of: 




87. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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II 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(S}^Z)^2\- -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^^, each R^^ is independently selected from the group consisting of alkyl, 
alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3. 

88. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 
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5 



10 




Ifi 15 wherein p is zero or one, T is selected from the group consisting of alkylene, 

% substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2r and -ZR^^- 

w where Z is a substituent selected from the group consisting of -0-, -S- and 

p >NR^^, each R^^ is independently selected from the group consisting of alkyl, 

, !l alkenyl, alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 

D 20 substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 

alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3 . 

25 

89. The compound according to Claim 74 wherein the cyclic group 
defined by W, together with -C(H)pC(=X)-, forms a ring of the formula: 




NR20R20 



40 
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wherein p is zero or one, T is selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, -(R^^Z)qR2i- and -ZR^^- 
where Z is a substituent selected from the group consisting of -0-, -S- and 
>NR^°, each R^*^ is independently selected from the group consisting of alkyl, 
alkenyU alkynyl, cycloalkyl, cycloalkenyU substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic, each R^^ is independently 
alkylene, substituted alkylene, alkenylene and substituted alkenylene with the 
proviso that when Z is -O- or -S-, any unsaturation in the alkenylene and 
substituted alkenylene does not involve participation of the -O- or -S-, and q is 
an integer of from 1 to 3, 

90. A compound selected from the group consisting of: 

l-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-aminodibenzosuberane 
1-(R)-(N '-(3 ,5-difluorophenylacetyl)-L-alaninyl)-amino-2-(S)-indanol 
l-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-2-(R)-indanol 

1- (N'-(3,5-difluorophenylacetyl)-L-aianinyl)-amino-2-indanol 

2- (N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)-amino- 1 -cy clohexanol 

l-(R,S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-l,2,3,4- 
tetrahydro-2-naphthol 

l-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-aminobenz[fIcycloheptan-2-ol 

5-[N'-(3 ,5-difluorophenylacetyl)-L-alaninyl]amino-5 ,7-dihydro-6H- 
dibenzo[a,c]cyclohepten-6-oI 

1- (S)-(N'-(3,5-difluorophenylacetyI)-L-alaninyl)-aminoindan-2-one 

2- (N '-(phenylacetyl)-L-alaninyl)aminocyclohexan- 1-one 

5-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-5,7-dihydro-6H- 
dibenzo[a,c]cyclohepten-6-one 

3- (N ' -(3 ,5-difluoropheny lacety l)-L-alaniny l)-amino-7-buty rolactone 
3-(N ' -(3 ,4-dichIoropheny l)-L-alaniny l)amino-7-buty rolactone 
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4-(N ' -(cyclopenty lacety l)-L-alaniny l)amino- 1 , 1 -dimethy 1-3-isochromanone 

4-(N'-(3 ,5-difluorophenylacetyI)-L-alamnyl)amino-l , l-dimethyl-3- 
isochromanone 

3-(N'-(3,5-difluorophenyIacetyI)-L-alaninyl)amino-y-butyrolactam 

3-(N '-(3 ,5-difluoropheny lacety l)-L-alaninyl)ainino-5-valerolactam 

l-benzyl-3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-6- 
valerolactam 

3-N '-(3 ,5-difluoropheny lacety l)-L-alaiiinyl)amino-4-methyl-6-caprolactam 

3- (N'-(3,5-difluorophenylacetyI)-L-alaninyl)amino-l,2,3,4- 
tetrahydroquinolin-2-one 

l-ben2yl-3KN'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l,2,3,4- 
tetrahydroquinolin-2-one 

4- (N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-2-ben2y I- 1,2,3,4- 
tetrahydroisoqumolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-methyl-l, 2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-phenyl-l,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-6-fluoro-l,2,3,4- 
tetrahydroisoquinoIin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-7-fluoro- 1,2,3,4- 
tetrahydroisoquinolin-3 -one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)ainino-2-phenethyI-l,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alamnyl)ainino-2-methyl-l,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyI)amino-6-phenyH,2,3,4- 
tetrahydroisoquinolin-3-one 
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4-(N'-(3,5-difluorophenylacetyI)-L-alaninyl)amino-7-phenyl-l, 2,3,4- 
tetrahydroisoquinolin-3-one 

(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-(9-aminofluroren-l-yl)glycine 5- 
lactam 

3 -(N ' -(pheny lacety I)-L-alaniny l)amino-6-caprolactam 

3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-ainino-6-caproIactam 

3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-benzyl-e- 
caprolactam 

3-(S)-N '-(3 ,5-difluoropheny lacety l)-L-alaiiinyl)amino- 1 -(2-methoxyethyl)-e- 
caprolactam 

3-(S)-(N'-(3,5-difluorophenylacetyI)-L-alaninyl)amino-l-ethyl-6-caprolactam 

3-N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-ethyl-e-caprolactam 

3-N'-(3,5-difluorophenylacetyl)-L-alaninyl)ainino-5-ethyl-e-caprolactam 

3-N '-(3 ,5-difluoropheny lacety l)-L-alamnyl-amino)-7-benzyl-6-caprolactam 

3-(S)-{N ' -(3 ,5-difluoropheny lacety l)-L-alaninyl)amino- 1 -benzy 1-4 ,7- 
methano-e-caprolactam 

3-(S)-(N '-(cyclopenty lacety l)-L-alaninyl)amino- 1 -benzy 1-6-caprolactam 

3-(S)-(N '-(cyclopenty lacety l)-L-phenylglycinyI)amino- 1 -benzy 1-e- 
caprolactam 

3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-(2-phenethyl)-€- 
caprolactam 

3-(S)-(N' -(cyclopenty lacety l)-L-phenylglycinyl)amino-l-(2-phenethyl)-6- 
caprolactam 

3-(N'-(3,4-dichlorophenyl)-D,L-alaninyl)amino-e-caprolactam 

3-(S)-(N'-(cyclopropylacetyl)-L-phenylglycinyl)amino-l-niethyl-e- 
caprolactam 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-8-octanelactam 



4-(N'-{3 ,5-difluorophenylacetyl)-L-alaninyl)ainino-7-benzyl-l ,2,3 ,4- 
tetrahydroisoquinoIin-3-one 

4-(N'-(3 ,5-difluorophenylacetyI)-L-alamnyl)amino-l-benzyI-l ,2,3 ,4- 
tetrahydroisoquinolin-3-one 

4-(N '-(3 , 5-difluoropheny lacety l)-L-alaniny I)amino-2-methy 1- 1 -pheny 1- 

1 .2.3.4- tetrahydroisoquinolin-3-one 

4-(N '-(3 ,5-difluorophenyIacetyl)-L-alaninyl)amino-l-(pyrid-2-yl)-l ,^ 
tetrahydroisoquinoIin-3-one 

4-(N ' -(3 , 5-difluoropheny lacety l)-L-alamnyl)amino- 1 -(py rid-3-y 1)- 1,2,3,4- 
tetrahydroisoquinolin-3-one 

4-(N'-(3,5-difluorophenylacetyl)-L-alaninyI)amino-l-(pyrid-4-yl)-l,2^ 
tetrahydroisoquinolin-3-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-l-methyl-2-indolinone 

3-[N'-(3,5-difluorophenylacetyl)-L-alanmyl]amino-l-methyl-4-phenyl-3,4- 
rra/25-dihydrocarbostyril 

3-[N'-(3,5Kiifluorophenylacetyl)-L-alaninyl]amino-l-methyM^ 
a5-dihydrocarbostyril 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-4-phenyl-3,4-rrart5- 
dihydrocarbostyril 

l-(N'-(3,5-difluorophenylacetyl)-L-alamnyl)amino-3-methyl-I,3,4,5^ 
tetrahydro-2H-3-benzazepin-2-one 

l-(S)KN'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-3-ethyI-4'-nuoro 

1 .3 .4.5- tetrahydro-2H-3-benzazepin-2-one 

3-(3 , 5-difluoropheny lacety l)amino- 1 -ethy 1-5 , 5-dimethy 1- 1 , 3 , 4, 5-tetrahy dro- 
2H- 1 -benzazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)aniino-l,3,4,5-tetrahydro-2H-l- 
benzazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-benzyl-l,3,4,5- 
tetrahydro-2H-3-benzazepin-2-one 

3-(N'-(cyclopentylacetyl)amino-l-ethyl-5,5-dimethyl-l,3,4,5-tetrahydro-2H- 
1 -benzazepin-2-one 
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3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-methyl-l, 3,4,5- 
tetrahy dro-2H- 1 -benzazepin-2-one 

3-(N '-(3 ,5-difluorophenylacetyl)-L-alaiiiny l)amino- 1 ,5-dimethyl- 1 3 ,^ 
tetrahydro-2H- 1 -benzazepin-2-one 

3-(3 ,5-difluoropheny lacetyOamino- 1 , 5-dimethyl- 1 , 3 ,4,5-tetrahydro-2H- 1- 
beiizazepm-2-one 

3-(S)-(N'-(3,5-difluorophenyIacetyl)-L-alaninyl)amino-l-rnethyl-5-oxa- 
1,3,4 , 5-tetrahy dro-2H- 1 -benzazepin-2-one 

3-(S)-(N '-(3,5 -difluoropheny lacety l)-L-alaniny l)amino- 1 -ethy 1-5-oxa- 
1 ,3 ,4, 5-tetrahy dro-2H- 1 -benzazepin-2-one 

3-(S)-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-methyl-5-thi^^ 
1 ,3 ,4,5-tetrahydro-2H-l-benzazepin-2-one 

5-{N'-(3 ,5-difluorophenylacetyl)-L-alaiiinyl}-amino-3 ,3-dimethyl-5 ,7- 
dihydro-6H-benz[b]azepin-6-one 

5-{N'-(3 ,5-difluorophenylacetyl)-L-alaninyl}amino-3 ,3 ,7-triinethyl-5,7- 
dihydro-6H-benz[b] azepin-6-one 

5-{N ' - [(S)-3 , 5-difluoromandely l]-L-alaniny 1} amino-3 , 3 , 7-trimethy 1-5 , 7- 
dihydro-6H-benz[b]azepm-6-one 

l-(N'-(3,5-difluorophenylacetyl)-L-alaiiinyI)ainino-5-phenyl-l, 3,4,5- 
tetrahydro-2H-3-beiizazepin-2-one 

3-(N ' -(3 ,5-difluorophenylacety l)-L-alaniny l)amino- 1 -ethy 1-5 ,5-dimethy 1- 
1 ,3 ,4,5-tetrahydro-2H-l-benzazepin-2-one 

5-(S)-[N'-(3,5-difluorophenylacetyl)-L-aIaninyl]amino-7-methyl-5,7- 
dihydro-6H-diben2[b,d]azepin-6-one 

5-(S)-[N'-((S) and (R)-3,5-difluorophenyl-a-hydroxyacetyl)-L- 
aianinyl]amino-7-methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-(S)-[N'-(3,5-difluorophenyl-Q:-ketoacetyl)-L-alaninyl]atnino-7-methyI-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-(S)-[N*-(3,5-difluorophenylacetyl)-L-valinyl]amino-7-methyl-5,7-dihydro- 
. 6H-dibenz[b,d]azepin-6-one 

5-(S)-[N'-(3,5-difluorophenylacetyl)-L-rerf-Ieucinyl]aniino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 
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5-(S)-[N'-((S)-3,5-difluorophenyI-Q:-hydroxyacetyl)-L-valinyl]ammo-7- 
methy 1-5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-(S)-[N'-((S)-3,5-difluorophenyl-a-hydroxyacetyl)-L-rerr-leucinyl]amino-7- 
methy 1-5 , 7-dihydro-6H-dibenz[b ,d]azepin-6-one 

5-[N'-(3 ,5-difluorophenylacetyl)-L-alanmyl]amino-7-(methoxyacetyl)-5 ,7- 
dihy dro-6H-dibenz [b , d] azep in-6-one 

5-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]ainino-7-(methylcarboxylate)- 
5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-[N'-(3 ,5-difluorophenylacetyl)-L-alaninyl]amino-7-(3 ,3-dimethyl-2- 
butanoy l)-5 , 7-dihy dro-6H-dibenz[b , d] azepin-6-one 

5-[N'-(3,5-difluorophenylacetyl)-L-aiaiimyl]amino-7-(morpholinylacetyl)- 
5,7-dihydro-6H-dibeiiz[b,d]azepin-6-one 

5-(S)-(N'-((S)-(+)-2-Hydroxy-3-methylbutyryl)-L-alamnyl)amino-7-methyI- 
5 , 7-dihydro-6H-diben2[b , d] azepin-6-one 

5-[N'-cyclopentyl-a-hydroxyacetyl)-L-valinyl]amino-7-methyl-5,7-dihydro- 
6H-dibenz[b , d]azepin-6-one 

5-(S)-(N'-((S) and (R)-3,3-dimethyl-2-hydroxybutyryl)-L-alaiiinyl)amino-7- 
methyl-5,7-dihydro-6H-dibenz[b,d]a2epin-6-one 

5-[N'-cyclopentyl-a-hydroxyacetyl)-L-fm-leucinyl]amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-[N'-cyclopentyl-a-hydroxyacetyl)-L-alaninyl]amino-7-methyl-5,7-dihydro- 
6H-diben2[b,d]azepin-6-one 

5-[N'-(3,5-difluorophenylacetyl)-L-alamnyl]amino-5,7-dihydro-6H,7H- 
dibenz [b ,d] azepin-6-one 

5-[N' -(3 ,5-difluoropheny lacety l)-L-alaniny 1] amino-7-(2-methy Ipropy l)-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-[N'-(2-hydroxy-3-methylbutyryl)-L-valinyl]amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-(S)-[N'-((S and R)-2-hydroxy-3,3-dimethylbutyryl)-L-valinyl]amino-7- 
. methy 1-5 , 7-dihy dro-6H-dibenz[b ,d] azepin-6-oiie 

5-{N*-(4-phenyl-furazan-3-yl)alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b ,d] a2epin-6-one 
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5-{N'-(3 ,5-difluorophenylacetyl)-L-alariinyl}amino-7-methyl-l ,23 ,4,5 J 
hexahydro-6H-dicyclohexyl[b,d]azepin-6-one 

5-{N'-(3,5-difluorophenylacetyl)-L-alamnyl}amino-7-phenbutyl-5 J-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5-{N'-(3,5-difluorophenylacetyI)-L-alaninyl}amino-7-cyclopropymethy 
dihy dro-6H-dibenz [b , d] a2epin-6-one 

5-{N'-(3,5-difluorophenyIacetyl)-L-alaninyl}amino-7-(2\2',2'- 
trifluoroethyI)-5,7-dihydro-H-dibenz[b,d]azepin-6-one 

5-{N'-(3,5-difluorophenylacetyl)-L-alaninyl}amino-7-cyclohexyI-5,7- 
dihydro-6H-dibeiiz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandeIyl]-L-alariinyl}ammo-9-fluoro-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-alaninyI}-amino-13-fluoro-7-methyl-5 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-alaninyl}amino-10-fluoro-7-methyl^^ 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-alarunyl}ainino-7-cyclopropylmethyl- 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3 ,5-difluoromandelyl]-L-alamnyI}amino-7-phenbutyl-5 ,7- 
dihydro-6H-dibenz[b, d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl}amino-7-cyclopropylmethyl-5J 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl}ammo-7-phenbutyl-5J-dihydr^^ 
6H-diben2[b , d] azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl}amino-7-hexyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyI]-L-valinyl}amino-10-fluoro-7-inethyl-5,7- 
dihydro-6H-diben2[b,d]azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyI}amino-13-fluoro-7-methyl-5,7- 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N'-[(S)-3,5-difluoromandelyl]-L-valinyl}amino-9-fluoro-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 
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3 -(N ' -(3 , 4-methy lenedioxypheny lacety l)-L-alaniny l)amino-2 , 3-dihy dro- 1 - 
methyl-5-phenyI-lH-l,4-benzodiazepin-2-one 

3-(N'-(2-methoxyphenoxyacetyI)-L-alaninyl)amino-23-dihydro-l-inethyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4-isopropylphenoxyacetyl)-L-aIaninyl)amino-2 3-dihy dro- 1 -methyl-^ 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(ethoxyacetyl)-L-alaninyl)amino-23-dihydro-l-methyl-5-pheny^ 
1 ,4-benzodiazepin-2-one 

3-(N ' -(4-phenoxypheny lacety l)-L-alamnyl)ainino-2 , 3-dihy dro- 1 -methy 1-5- 
phenyi-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(4-ethoxypheny lacety l)-L-alaiiinyl)amino-2 , 3-dihy dro- 1 -methy 1-5- 
pheny I- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N' -(2 ,5-dimethoxypheny lacety l)-L-alamnyl)amino-2 , 3-dihy dro- 1 -methyl- 
5-phenyl-lH-l ,4-ben2odiazepin-2-one 

3-(N " -(3 , 5-difluorobenzoy l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(o-tolylacetyl)-L-alamnyl)amino-2,3-dihydro-l-methyl-5-phenyl-lH- 
1 ,4-benzodiazepin-2-one 

3-(N' -(3 , 3-dipheny Ipropiony l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(3-phenoxypropiony l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methy 1-5- 
phenyl- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(indole-3-acety l)-L-alaniny l)amino-2 , 3-dihy dro- 1 -methyl-5-pheny 1- 1 H- 
1 ,4-benzodiazepin-2-one 

3-(N'-(4-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -({4-methy lphenoxy)acetyl)-L-alamnyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N '-(4-(hydroxymethy l)phenoxyacetyl)-L-alaniny l)amino-2, 3-dihydro- 1 - 
methyl-5-phenyI-lH-l,4-benzodia2epin-2-one 

3-(N ' -(2-phenoxypheny lacety l)-L-alamnyl)amino-2 , 3 -dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 
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3-(N ' -(3-phenoxypheny lacety l)-L-aianiny l)amino-2 3-dihydro- 1 -methy 1-5 - 
phenyl-lH-1 ,4-ben2odiazepin-2-one 

3-(N'-(3,4-dicMorophenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl- 
5-phenyl- lH-1 ,4-benzodiazepin-2-one 

3-(N'-(4-fluorophenoxyacetyl)-L-aIaninyI)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyI)-L-alaninyl)amino-23-dihydro-l-methyl-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

3-(N'-(methoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl-lH- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(phenoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-pheny 1- 
IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(phenylacetyl)-L-alaninyl)amino-23-dihydro-l-methyl-5-pheny^ 
lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-phenoxybutyryl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-methoxyphenoxyacetyl)-L-alaninyl)ainino-2,3-dihydro-l- 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-(trifluoromethyI)phenylacetyl)glycinyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(4-butoxypheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N*-(3-(2-methoxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy I-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N*-{4-fluorophenylacetyl)-L-alamnyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-beiizodiazepin-2-one 

(S)-3-(N ' -(isopropoxy lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

{S)-3-(N 1 -phenyl- 1 H-tetrazole-5-acety I)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(3,4-methyIenedioxyphenyl)propionyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methyl-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 
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(S)-3 -(N ' -(3-cycIopenty Ipropiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(2-cyclopentene- 1 -acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(2-chIoro-6-fluoropheny lacety l)-L-alaniny I)amino-2 , 3 -dihydro- 1 - 
methy 1-5-phenyHH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(cyclohexy lacety l)-L-alaniny l)amino-2 ,3-dihy dro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2 ,5-difluoropheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(pentafluorophenoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- IH- 1 ,4-beiizodiazepin-2-one 

(S)-3-(N ' -(3 ,5-dimethy Iphenoxyacety l)-L-alaninyl)amino-2,3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodia2epin-2-one 

(S)-3-(N ' -(4-chloropheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-chlorophenoxyacetyl)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(beiizo[b]thiophene-3-acety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(benzoy If ormy l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 , 5-dimethoxypheny lacety l)-L-alamnyl)amino-2 , 3-dihydro- 1 - 
methy 1-5 -phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N ' -(2 , 5-dimethyIpheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(2 , 6-difluoropheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3 -(N ' -(2 ,4-difluoropheny lacety l)-L-alaniny 1) amino-2 , 3 -dihydro- 1 - 
. methyl-5-phenyl-lH-l ,4-ben2odiazepin-2-one 

(S)-3-(N'-(mesitylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 
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(S)-3-(N ' -(4-bipheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny I- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 ,4-difluoropheny lacety l)-L-alaninyI)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny I- IH- 1 , 4-benzodia2epin-2-one 

(S)-3-(N'-(trans-styrylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-benzoyIpropionyl)-L-alaninyl)amino-2,3-dihydro-l-methyI-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(trans-3-hexenoyI)-L-alaninyl)amino-2,3-dihydro-l-methyI-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(heptanoy l)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1-5 -phenyl- 1 H- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-methylphenyI)propionyl)-L-alaiiinyl)amino-2,3-dihydro-l- 
methy 1-5 -phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

{S)-3-(N ' -(3-(4-chloropheny l)propiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-pheny Ibuty ry O-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-(4-methoxypheny l)buty ry l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-methoxycarbonylpropionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-pheny Ibuty ryl)-L-alaninyI)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -{3-(benzylthio)propionyl)-L-alaninyl)amino-2 3-dihydro- 1 -methy 1- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-methylpentanoyl)-L-aIaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(6-methoxycarbony Iheptanoy I)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
- methyl-5-phenyl-lH-l ,4-ben2odiazepin-2-one 

(S)-3-(N ' -(2-indany lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1-1 H- 1 ,4-ben2odiazepin-2-one 
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(S)-3-(N' -(4-methoxypheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

{S)-3-(N ' -(2-chlorophenoxyacety l)-L-alaniny l)amino-2 , 3 -dihydro- 1 -methy 1- 
5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-thiopheneacetyI)-L-alaninyl)amino-2,3-dihydro-l-methyl-^ 
phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(trifluoromethyl)phenylacetyl)-L-alamnyl)amino-2,3-dihydro-l- 
methy 1-5-phenyHH- 1 ,4-beiizodiazepm-2-one 

(S)-3-(N'-(4-tolylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,6-difluoromandelyl)-L-alaninyl)amino-2,3-dihydro-l-inethyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(-(4-methoxypheny l)propiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(m-tolylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
lH-1 ,4-beiizodiazepin-2-one 

(S)-3-(N*-(3-fluorophenylacetyl)-L-alaninyl)amino-2, 3-dihydro- 1 -methy 1-5- 
phenyl- IH- 1 ,4-ben2odia2epin-2-one 

(S)-3-(N' -(4-chlorophenoxyacety O-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N ' -(2-naphthy lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-chloropheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-methy lphenoxyacetyl)-L-alamnyl)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N*-(3,4-methylenedioxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro- 
. l-methyl-5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2-methoxyphenoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 
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(S)-3-(N ' -(4-isopropy Iphenoxyacety l)-L-alaniny l)ainino-2 , 3-ciihydro- 1 - 
methyl-5-phenyl- lH-1 ,4-beiizodiazepm-2-one 

(S)-3-(N ' -(4-phenoxypheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N' -(pheny Imercaptoacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-ethoxypheny lacety l)-L-aIaninyl)amino-2 3-dihydro- 1 -methy ^ 
phenyl- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2 , 5-dimethoxypheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(o-toly lacety l)-L-alaninyl)amino-2 , 3-clihydro- 1 -methyl-5-pheny 1- 
lH-1 ,4-benzodia2epin-2-one 

(S)-3 -(N ' -(3 , 3-dipheny Ipropiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-phenoxypropionyl)-L-alaninyl)ammo-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(indole-3-acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methyi-5-pheny 1- 
lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-(trifluoromethyl)pheny lacety l)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,5-bis(trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-phenoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl- 
5-phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-phenoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl- 
5-phenyl-lH-l ,4-ben2odiazepin-2-one 

(S)-3-(N ' -(4-fluorophenoxy acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -mediy 1-5- 
phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,4-dichlorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
, methyI-5-phenyl-lH-l ,4-ben2odiazepin-2-one 

(S)-3-(N'-((methylthio)acetyl)-L-alamnyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 
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(S)-3-(N ' -(4-fluoromandely I)-L-alaiiiny l)amino-2 ,3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-ben2odiazepin-2-one 

(S)-3 -(N ' -(4-tiiionaphthenacety l)-L-alaniny l)amino-2 3-dihydro- 1 -methy 1-5 ^ 
phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-(methoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N '-(ethoxyacetyl)-L-alaniny l)amino-2 3-dihydro- l-methyl-5-pheny 1- 
lH-1 ,4-ben2odiazepin-2-one 

(S)-3-(N'K3-indolepropionyl)-L-alaninyl)amino-2,3-dihydro-l-mediyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N '-{3-(2-chloropheny l)propiony l)-L-alamnyl)amino-2 ,3-dihydro- 1 - 
methyl-5-pheny 1- IH- 1 ,4-beiizodiazepin-2-one 

(S)-3-(N'-(butyryl)-L-alamnyl)amino-23-dihydro-l-methyl-5-phenyi-lH- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(hexanoyl)-L-alaninyl)amino-23-dihydro-l-methyI-5-phenyl-lH- 
1 ,4-beiizodiazepin-2-one 

(S)-3-(N'-(5-phenylpentanoyl)-L-ala]iinyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N*-(4-(2-thienyl)butyryl)-L-alaninyl)amino-2,3"dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-nitrophenoxy acety l)-L-alaiiinyl)amino-2 , 3-dihydro- 1-methy 1-5- 
phenyl-lH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-(3-methoxypheny l)propionyl)-L-aianiny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(5-methy lhexanoyl)-L-alaniny i)amino-2 , 3-dihydro- 1 -methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(hydrocinnamyl)-L-aIaninyl)aniino-2,3-dihydro-l-methyl-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(octanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl-lH- 
- l,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(3-hydroxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 
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(S)-3 -{N ' -(3-(4-hydroxypheny l)propiony l)-L-alaniny l)amino-2 , 3 -dihy dro- 1 - 
methyl-5 -phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3 ,4, 5-trifluoropheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5 -phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N' -(5-hydantoinacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N' -(cy clopenty lacetyl)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- IH- 1 ,4-ben2odiazepin-2-one 

(S)-3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N " -(2-methy l-3-Ben2ofuranacetyl)-L-alaninyl)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(propionyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl-lH- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N*-(cyclopropylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-methoxy propiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5 - 
phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(5-(thienyl)pentanoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-fluorophenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-(4-fluorophenoxy)propiony l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2-norbomaneacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N " -(2 , 3-difluoromandely l)-L-alaniny l)ammo-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-pentenoyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
- lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-(2 ,4-dichlorophenoxy)buty ry l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 



- 833 -- 



(S)-3-(N' -(2 3-dicMorophenoxy acety l)-L-alamny l)amino-2 , 3-dihydro- 1- 
methy I-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-(4-cWorobenzoyl)propiony l)-L-alaniny l)amino-2, 3-dihydro- 1 - 
methyl-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-fluorophenylacetyl)-L-aIaninyl)amino-23-dihydro-l-meth^ 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-(4-cyanophenoxy)-2-mediyl propionyl)-L-alaninyI)amino-2,3- 
dihydro- l-methyl-5-phenyHH-l ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2-iiitropheny lacety O-L-alaniny I)amino-2 , 3 -dihydro- 1 -methy 1-5- 
phenyl- IH- 1 ,4-benzodia2epin-2-one 

(S)-3-(N ' -(4-(hy droxymethy Ophenoxy acety l)-L-aIaniny l)amino-2 , 3-dihy dro- 
l-methyl-5-phenyI- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(2-fluoro-3 -(trifluoromethy Ophenylacety l)-L-alaniny l)amino-2 , 3- 
dihydro- 1 -methy 1-5 -phenyl- 1 H- 1 ,4-ben2odiazepin-2-one 

(S)-3-(N'-(2,4,6-trifluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-fluoro-2-(trifluoromethy l)pheny lacety l)-L-alaniny l)amino-2 , 3- 
dihydro- 1 -methy 1-5-phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- IH- 1 ,4-benzodiazepin-2"One 

(S)-3-(N'-(2-fluoro-4-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino-2,3- 
dihydro- 1 -methy 1-5-phenyHH- 1 , 4-benzodiazepin-2-one 

(S)-3-(N'-(4-bromophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-fluorobenzoyl)propionyl)-L-alaninyl)ammo-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-ben2odiazepin-2-one 

(S)-3-(N ' -((2-methy Iphenoxy )acety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-ben2odiazepin-2-one 

(S)-3-(N ' -(4-methoxyphenoxyacety I)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
, methyl-5-phenyl- IH- 1 ,4-benzodia2epin-2-one 

(S)-3-(N'-(3-(phenylsulfonyl)propionyl)-L-alaninyl)amino-2, 3-dihydro- 1- 
methyl-5-phenyl-lH-l,4-benzodia2epin-2-one 
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(S)-3-(N'-(2-methoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl- 
5-phenyl- lH-1 ,4-ben2odiazepin-2-one 

(S)-3-(N'-(2-bromophenylacetyl)-L-alamnyl)amino-2,3-dihydro-l-methyl- 
pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(p-isopropy 1 pheny lacety l)-L-alaniny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-pentenoy l)-L-alaniny I)amino-2 , 3 -dihydro- 1 -methy 1-5-pheny 1- 
lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-hydroxyphenoxyacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(4-oxopentanoyl)-L-alaninyI)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2-hydroxyphenylacetyl)-L-alanmyl)aniino-2,3-dihydro-l-methyl- 
5-phenyHH-l ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,4-dimethoxyphenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-pheny 1- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(4-niethoxybenzoyl)propionyl)-L-alaninyl)aniino-2,3-dihydro-l- 
methy 1-5-pheny 1- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(thiophene-3-acetyI)-L-alaninyl)amino-2,3-dihydro-l-niethyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(6-pheny lhexanoyl)-L-alaniny l)iamino-2 , 3-dihydro- 1 -methy 1-5- 
pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(isovaleryl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl-lH- 
1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,3,5-trifluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l- 
methy 1-5-pheny 1- lH-1 ,4-benzodiazepin-2-one 

{S)-3-(N '-(2,4 , 5-trifluoropheny lacety l)-L-alamnyl)amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N 1 -adamantaneacety I)-L-alaniny l)amino-2,3-dihydro- 1 -methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(cyclohexanepentanoy l)-L-alaniny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-l ,4-benzodiazepin-2-one 
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(S)-3-(N ' -(2-thiopheneacety l)-L-pheny Igly ciny l)amino-2 3-dihydro- 1 -me 
5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3-(trifluoromethyI)phenylacetyl)-L-phenylglycinyI)amino-2,3- 
dihydro- l-methyl-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,5-difluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methy 1-5-pheny I- 1 H- 1 , 4-benzodiazepm-2-one 

(S)-3-(N'-(3-tolylacetyl)-L-phenylglycinyl)amino-23-dihydro-l-meth^ 
phenyl- lH-1 ,4-beiizodiazepin-2-one 

(S)-3-{N'-(3-fluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(3-bromopheny lacety l)-L-pheny Igly ciny l)amino-2 , 3-dihy dro- 1 - 
methy 1-5-pheny 1- lH-1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(3-chloropheny lacety l)-L-phenylglycinyl)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,4-methylenedioxyphenylacetyl)-L-phenylglycmyl)amino-2,3- 
dihydro- 1 -methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(phenylmercaptoacety l)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(acetyl)-L-phenylglycinyl)amino-2,3-dihydro-l-methyl-5-phenyl- 
IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N '-(3 , 5-bis(trifluoromethyl)pheny lacety l)-L-phenylglycinyl)ammo- 
2 , 3-dihydro- 1 -methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -((methy lthio)acetyl)-L-pheny Igly ciny l)amino-2 , 3-dihy dro- 1 - 
methy 1-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N*-(phenoxyacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N '-(pheny lacety l)-L-phenylglycinyl)amino-2 , 3-dihydro- 1-methy 1-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(cyclohexylacetyl)-L-phenylglycinyl)amino-23-dihydro-l-methyl- 
5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(2,5-difluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro-l- 
methyl-5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 
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(S)-3-(N'-(benzo[b]thiophene-3-acetyl)-L-phenylglycmyl)amino-23-<iih^ 
1 -methy 1-5 -phenyl-! H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(benzoy Iformy l)-L-pheny Iglyciny l)amino-2 , 3-dihydro-l -methy 1-5- 
pheny 1- 1 H- 1 ,4-benzodia2epin-2-one 

(S)-3-(N'-(2,6-difluorophenyIacetyl)-L-phenyIglycinyl)amino-2,3-dihydro-l- 
methyl-5-phenyI-lH-l,4-ben2odiazepin-2-one 

(S)-3-(N ' -(2 , 4-difluorophenylacetyi)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3 -(N ' -(3 ,4-difluorophenylacetyl)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 - 
methy i-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(butyryl)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 -methy 1-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(heptanoyl)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-(2-thienyI)butyryl)-L-pheny Iglyciny l)amino-2 ,3-dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N ' -(5 -methy lhexanoyl)-L-pheny Iglyciny l)amino-2 , 3 -dihydro- 1 - 
methy 1-5-phenyl- 1 H- 1 ,4-benzodia2epin-2-one 

(S)-3 -(N ' -(hydrocinnamyl)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- lH-1 ,4-benzodiazepin-2-one 

(S)-3-(N * -(cyclopentylacetyl)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-phenyl-lH-l ,4-benzodia2epin-2-one 

(S)-3 -(N ' -(propionyl)-L-pheny Iglyciny l)amino-2 , 3 -dihydro- 1 -methy 1-5- 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

(S)-3-(N'-(3,4,5-trifluorophenylacetyl)-L-phenylglycinyl)amino-2,3-dihydro- 
l-methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

(S)-3-(N ' -(4-phenylbutyryl)-L-pheny Iglyciny l)amino-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- 1 H- 1 , 4-benzodia2epin-2-one 

3-(N*-(2-thiopheneacetyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
' trifluorobutyl)-lH-l ,4-ben2odiazepin-2-one 

3-(N'-(2-thiopheneacetyl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)-2,3- 
dihydro-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 
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3-(N'-(2-thiopheneacetyl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thiazolyl)-lH-l,4-beiizodiazepin-2-one 

3-(N ' -(2-thiopheneacety l)-L-alaniny l)amino-7-cWoro-2 3-dihydro- 1 -methyl^ 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N*-(2-diiopheneacetyl)-L-aIariinyI)amino-7-chIoro-5-(2-chlorophenyl)-2,3- 
dihydro- 1 -methyl- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(2-thiopheneacety l)-L-aIaniny I)amino-5-(2-thieny l)-2 3-dihydro- 1 ^ 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(2-thiopheneacety l)-L-alaniny l)amino-5-cyclohexy 1-2 , 3-dihydro- 1 - 
methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(2-thiopheneacetyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2,3- 
dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(2-thiopheneacetyl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-(N'-(3,5-difluorophenylacetyl)-L-alamnyl)amino-2,3-dihydro-5-phenyl-l- 
(4,4,4-trifluorobutyI)-lH-l,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)- 
2 , 3-dihydro-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacetyl)-L-alaniny l)amino- 1 -methy 1-2 , 3-dihydro-5- 
(2-thiazoly 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-chloro-2,3-dihydro-l- 
methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-7-chloro-5-(2- 
chloropheny l)-2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-ben2odiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-5-(2-thieny l)-2 , 3- 
dihydro- 1-methy 1- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-cyclohexyl-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N*-(3, 5-difluoropheny lacetyl)-L-alaninyl)amino-7-bromo-5-(2- 
' fluorophenyl)-2,3-dihydro-l-methyl-lH-l ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethy Ipropy l)-2 , 3 ,4,5-tetrahydro- IH- 1 ,5 -benzodiazepine 
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3-(N'-(3-fluorophenylacetyI)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l- 
(4,4,4-trifluorobuty I)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-fluorophenylacetyl)-L-aIaninyI)amino-l-(2-oxo-2-phenylethyl)-2,3- 
dihydro-5-phenyI- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-fluorophenylacetyl)-L-alaninyI)amino-l-methyl-2,3-dihydro-5-(2- 
thiazolyl)- lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(3-fluoropheny lacety l)-L-alamny I)amino-7-chIoro-2 , 3-dihy dro- 1 - 
methy 1-5 -phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(3-fluorophenylacetyI)-L-alaninyI)amino-7-chloro-5-(2-chlorophenyl)- 
2,3-dihydro-l-methyHH- 1 ,4-benzodiazepin-2'One 

3-(N'-(3-fluorophenyIacetyI)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-l- 
methyl- IH- 1 ,4-benzodiazepiii-2-one 

3-(N '-(3-fluoropheny lacety l)-L-alaniny l)amino-5-cyclohexy 1-2 , 3-dihy dro- 1 - 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(3-fluorophenylacetyl)-L-alamnyl)ainino--7-bromo-5-(2-fluorophenyI)- 
2 , 3-dihy dro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(3-fluorophenylacetyl)-L-alaiunyl)-amino-)-2,4-dioxo-l,5-bis-{2,2- 
dimethylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-(N'-(methylthio)acetyl)-L-alamnyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
trifluorobutyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)-2,3- 
dihy dro-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyl)amino-l-methyI-2,3-dihydro-5-(2- 
thia20lyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(nietiiylthio)acetyl)-L-alaninyl)amino-7-chloro-2,3-dihydro-l-methyl- 
5-phenyl-lH-l ,4-benzodia2epin-2-one 

3-{N'-(methyIthio)acetyl)-L-alaninyl)amino-7-chIoro-5-(2-chlorophenyl)-2,3- 
dihydro- 1-methyl-lH-l ,4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyl)ainino-5-(2-thienyI)-2,3-dihydro-l- 
' methyl-lH-l ,4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydro-l- 
methyl-lH-1 ,4-benzodiazepin-2-one 
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3-(N'-(methyIthio)acetyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyI)-2,3 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(methylthio)acetyl)-L-alaninyI)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
diiriethylpropyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-{N'-(phenylacetyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
trifluorobutyl)-lH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(phenylacety I)-L-alaniny Oamino- 1 -(2-oxo-2-pheny lethy l)-2 , 3-dihydro 
5-phenyI-lH-l ,4-benzodiazepin-2-one 

3-(N'-(phenylacetyl)-L-aIanmyl)amino-l-methyl-2,3-dihydro-5-(2-thia2oly0 
lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(phenylacety l)-L-alaninyl)amino-7-chloro-2 , 3-dihydro- 1 -methy 1-5- 
pheny I- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ' -(phenylacety l)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)-2 , 3- 
dihy dro- 1 -methyl- IH- 1 , 4-ben2odiazepin-2-one 

3-(N ' -(phenylacety l)-L-alaniny l)amino-5-(2-thieny l)-2 , 3-dihydro- 1 -methy 1- 
lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(phenylacetyl)-L-alaniny l)amino-5-cyclohexyl-2 ,3-dihydro-l -methyl- 
IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(phenylacetyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyI)-2,3- 
dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(phenyIacetyl)-L-alamnyl)-amino-)2,4-dioxo-l,5-bis-(2,2- 
dime±y lpropyl)-2 , 3 ,4, 5-tetrahydro- IH- 1 ,5-benzodiazepine 

3-(N'-(benzoylformyl)-L-aIamnyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
trifluorobutyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(benzoy If ormy l)-L-alamny l)amino- 1 -(2-oxo-2-pheny lethy l)-2 , 3 - 
dihydro-5-phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(benzoy lformyl)-L-alaninyI)amino- 1 -methyl-2 , 3-dihydro-5-(2- 
thiazolyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N '-(benzoy If ormy l)-L-alaninyl)amino-7-chloro-2 3-dihydro- 1 -methy 1-5- 
pheny I- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(benzoylformyl)-L-alamnyl)amino-7-chloro-5-(2-chlorophenyl)-2,3- 
dihy dro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 
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3-(N'-(benzoylformyl)-L-alaiiiny l)amino-5-(2-thienyl)-2 , 3-dihydro- 1 -methy 1- 
lH-1 ,4-benzodiazepin-2-one 

3-(N'-(benzoylfonnyl)-L-alaninyl)amino-5-cyciohexyl-2,3-dihydro-l-methyl- 
lH-1 ,4-benzodiazepin-2-one 

3-(N'-(benzoylformyl)-L-alaninyl)aniino-7-bromo-5-(2-fluorophenyI)-2,3- 
dihydro-l-methyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(benzoylformyI)-L-alaninyl)-amino-)-2,4-dioxo- 1 ,5-bis-(2,2- 
dimethyIpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-(N'-{butyryl)-L-alanmyl)amino-2,3-dihydro-5-phenyl-l-(4,4,4- 
trifluorobutyl)- lH-1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alamnyl)amino-l-(2-oxo-2-phenylethyl)-2,3-dihydro-5- 
phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2-thiazolyl)-lH- 
1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alaninyI)amino-7-chloro-2,3-dihydro-l-methyl-5-phenyl- 
IH- 1 ,4-beiizodiazepin-2-one 

3-(N'-(butyryl)-L-alanmyl)amino-7-chloro-5-(2-chlorophenyl)-2,3-dihydro- 
l-methyl-lH-l,4-beiizodiazepin-2-one 

3-(N'-(butyryl)-L-alamnyl)amino-5-(2-thienyl)-2,3-dihydro-l-methyl-lH- 
1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alaninyl)amino-5-cyclohexyl-2 , 3-dihydro- 1 -methyl- IH- 
1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-aIaninyl)ainino-7-bromo-5-(2-fluorophenyl)-2 , 3-dihydro- 1 - 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(butyryl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2-dimethylpropyl)- 
2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-(N'-(4-(2-thienyl)butyryl)-L-alamnyI)amino-2,3-dihydro-5-phenyl-l- 
(4,4,4-trifluorobutyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-l-(2-oxo-2-phenylethyl)-2,3- 
dihydro-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thiazolyl)-lH-l,4-benzodiazepin-2-one 
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3 -(N ' -(4-(2-thieny l)buty ry l)-L-alaniny l)amino-7-chloro-2 , 3-dihydro-l - 
methy 1-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)butyryl)-L-alaiiinyl)amino-7-chloro-5-(2'-chlorophenyl)- 
2 ,3-dihydro- 1 -methyl- 1 H- 1 , 4-ben2odiazepin-2-one 

3-(N'-(4K2-thienyl)butyryI)-L-alaninyl)amino-5-(2-thienyl)-2,^ 
methy I- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4-(2-thienyl)butyryl)-L-alaniny l)amino-5-cycIohexy 1-2 , 3-dihydro- 1 - 
methy 1-lH- 1 ,4-benzodiazepin-2-one 

3-(N*-(4-(2-thienyl)butyryl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)- 
2, 3-dihydro- 1-methyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4-(2-thienyl)butyryl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepme 

3-(N ' -(cy clopenty lacetyl)-L-alaninyl)amino-2 , 3-dihydro-5-pheny 1- 1 -(4, 4 ,4- 
trifluorobutyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaniny Oamino- 1 -(2-oxo-2-pheny lethy l)-2 , 3- 
dihydro-5-pheny I- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopentylacety O-L-alaniny l)ammo- 1 -methy 1-2 , 3-dihydro-5-(2- 
thiazolyl)- lH-1 ,4-benzodia2epin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-7-chloro-2 , 3-dihydro- 1 -methy 1- 
5-pheny 1- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)-2,3 
dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-(2-thienyl)-2 , 3-dihydro- 1 - 
methyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N '-(cyclopenty lacety l)-L-alaninyl)amino-5-cyclohexy 1-2 , 3-dihydro- 1 - 
methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyI)-2 , 3 
dihydro-l-methyl-lH-l,4-benzodiazepin-2-one 

3 -( N ' -(cyclopenty lacety l)-L-alaninyl)-amino-)-2 ,4-dioxo- 1 , 5-bis-(2 , 2- 
' dimethy Ipropy l)-2 ,3,4, 5-te trahy dro- 1 H- 1 , 5-benzodiazepine 

3-(N'-(3-(trifluoromethyI)butyryl)-L-alaninyl)amino-2,3-dihydro-5-phenyl-l 
(4 ,4 ,4-trifluorobuty 1)- 1 H- 1 ,4-benzodiazepin-2-one 
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3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-l-(2-oxo-2- 
phenylethyl)-2,3-dihydro-5-phenyI-lH-l,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-l-methyI-2,3-dihydro-5- 
(2-thiazoIy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N' -(3-{trifluoromethyl)butyryl)-L-alamny I)amino-7-chloro-2 ,3-dihydro- 1 - 
inethyl-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyI)amino-7-chloro-5-(2- 
chlorophenyl)-2,3-dihydro-l-methyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)butyryI)-L-alaninyl)amino-5-(2-thienyl)-2,3- 
dihydro-l-metiiyI-lH-l,4-benzodia2epin-2-one 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)amino-5-cyclohexyl-2,3- 
dihydro- 1 -methyl- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyI)amino-7-bromo-5-(2- 
fluorophenyl)-2,3-dihydro-l-methyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(3-(trifluoromethyl)butyryl)-L-alaninyl)-amino-)2,4-dioxo-l,5-bis- 
(2,2-dimethylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-(N'-(4,4,4-trifluorobutyryI)-L-alaninyl)ainino-2,3-dihydro-5-phenyl-l- 
(4,4,4-trifluorobutyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)ammo-l-(2-oxo-2-phenyIethyl)-2,3- 
dihydro-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thiazolyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-aIaninyl)amino-7-chIoro-2,3-dihydro-l- 
methyI-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)- 
2,3-dihydro- 1-methyl- lH-1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-l- 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-cyclohexyl-2,3-dihydro-l- 
- methyI-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyI)- 
2 3-dihydro- 1 -methyl- IH- 1 ,4-ben2odiazepin-2-one 
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3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethy Ipropy l)-2 , 3 ,4, 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-(N' -(isovalery l)-L-alaniny l)amino-2 , 3-dihydro-5 -phenyl- 1 -(4 ,4 ,4- 
trifluorobutyl)- lH-1 ,4-benzodiazepin-2-one 

3-(N'-(isovaIeryI)-L-aIaiiinyI)amino-l-(2-oxo-2-phenyIethyl)-2,3-dihydro-5- 
phenyl-! H-1 ,4-benzodiazepin-2-one 

3-(N ' -(isovalery l)-L-alaninyl)aniino- 1 -niethy 1-2 3-dihydro-5-(2-thiazoly 1)- 
lH-1 ,4-benzodiazepin-2-one 

3-(N'-(isovaleryl)-L-aIamnyl)amino-7-chloro-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(isovaleryl)-L-alaninyl)amino-7K:hioro-5-{2-chlorophenyl)-2,3- 
dihydro-l-methyl-lH-l,4-benzodiazepm-2-one 

3-(N ' -(isovalery l)-L-alaniny l)amino-5-(2-thieny I)-2 , 3-dihydro- 1 -mediy 1- 1 H 
1 ,4-beiizodia2epin-2-one 

3-(N ' -(isovalery l)-L-aIaninyl)amino-5-cyclohexy 1-2 , 3-dihydro- 1 -methyl- IH 
1 ,4-benzodiazepin-2-one 

3-(N'-(isovaIeryl)-L-alaninyl)ammo-7-bromo-5-(2-fluorophenyl)-2,3- 
dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -{isovalery l)-L-alaninyl)-ammo-)-2 , 4-dioxo- 1 , 5 -bis-(2 ,2- 
dimethylpropyl)-2,3 ,4,5-tetrahydro-lH-l , 5-benzodiazepine 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-2,3-dihydro-5-phenyl- 
l-(4,4,4-trifluorobutyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-l-(2-oxo-2- 
phenylethyl)-2 , 3-dihydro-5-pheny 1- IH- 1 ,4-ben20diazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-l-methyl-23-dihydro- 
5-(2-thiazolyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(L-alpha-hydroxy isocaproy l)-L-alaninyl)amino-7-chIoro-2 , 3-dihydro- 
1 -methy 1-5-pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-7-chloro-5-(2- 
chloropheny I)-2 , 3-dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino-5-(2-thienyl)-2,3- 
dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 
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3-(N'-(L-alpha-hydroxyisocaproyl)-L-aIaninyl)amino-5-cycIohexy 1-2,3- 
dihydro- 1 -methyl- IH- 1 ,4-ben2odiazepin-2-one 

3-(N'-(L-aIpha-hydroxyisocaproyI)-L-alamnyl)ainino-7-bromo-5-(2- 
fluoropheny l)-2 , 3 -dihydro- 1 -methyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)-amino-)-2,4-dioxo-l,5-bis- 
(2 , 2 -dime thy lpropyl)-2 ,3,4,5 -tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-(N ' -(L-( + )-mandeIy I)-L-alaniny l)amino-2 , 3 -dihydro-5-pheny 1- 1 -(4 ,4 ,4- 
trifluorobuty 1)- 1 H- 1 , 4-benzodia2epin-2-one 

3-(N'-{L-(+)-mandelyl)-L-aIaiiinyl)amino-l-(2-oxo-2-phenylethyl)-2,3- 
dihydro-5-phenyl- lH-1 ,4-benzodiazepin-2-one 

3-(N'-(L-(4-)-mandelyl)-L-alaninyl)amino-l-methyl-2,3-dihydro-5-(2- 
thia2olyI)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(L-(-f)-mandelyI)-L-aIaninyI)amino-7-chloro-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-{L-(+)-mandeIyl)-L-alaninyl)amino-7-chloro-5-(2-chlorophenyl)-2,3- 
dihy dro- 1 -methyl- 1 H- 1 ,4-benzodiazepm-2-one 

3-{N'-(L-(-f-)-mandelyl)-L-alaninyl)amino-5-(2-thienyl)-2,3-dihydro-l- 
methyl-lH-l ,4-benzodiazepin-2-one 

3-(N ' -(L-( -h )-mandelyl)-L-alaniny l)amino-5-cyclohexy 1-2 , 3-dihydro- 1 - 
methyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(L-(+)-mandelyl)-L-alaninyl)amino-7-bromo-5-(2-fluorophenyl)-2,3- 
dihydro- 1 -methyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-5-phenyl-2 , 3-dihydro- 1 - 
(3-fluorobenzyl)- lH-1 ,4-beiizodiazepin-2-one 

3 -(N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(benzyl)-lH-l,4-benzodia2epin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(4-fe/t-butylbenzyl)-lH- 1 ,4-benzodia2epin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(2-cyclohexylethyl)- IH- 1 ,4-benzodiazepin-2-one 

3-{N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(3 , 3-dimethylbutyl)-lH- 1 ,4-benzodiazepin-2-one 
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3-(N '-(3 , 5-difluoropheny Iacetyl)-L-alaninyl)amino-5-pheny 1-2 3-dihydro- 
(1-methoxycarbonyl- l-phenylmethyl)-lH-l ,4-benzodiazepm-2-oiie 

3 -(N * -(3 , 5-difluoropheny lacety I)-L-alaniny l)amino-5-pheny 1-2 , 3 -dihy dro- 1 
(2-ethy Ibuty 1)- IH- 1 ,4-benzodiazepin-2-one 

3 -(N * - (3 , 5-difluoropheny lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihy dro- 1 
(cyclohexy Imethy 1)- 1 H- 1 ,4-beii2odiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny I)amino-5-pheny 1-2 , 3-dihy dro- 1 
(2-phenylethyI)- IH- 1 ,4-benzodiazepin-2-one 

3-{N'-(3,5-difluorophenylacetyl)-L-aIaninyl)amino-5-phenyl-23-dihydro-l 
(3-pheny Ipropy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-{3,5-difluorophenylacetyl)-L-aIaninyl)amino-5-phenyl-23-dihydro-l 
(2-(N-phthaliniidyl)ethyl)-lH- 1 ,4-benzodiazepin-2-one 

3-(N *-(3 , 5-difluorophenylacetyl)-L-aIaniny l)amino-5-pheny 1-2 , 3-dihy dro- 1 
(2-biphenylmethyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(3 ,5-difluorophenylacety O-L-alaniny l)amino-5-phenyl-2 ,3-dihydro- 1 
((2-tetrahydrofuranyl)methyl)- lH-1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyI)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l 
(2-{l ,4-benzodioxanyI)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyi-2,3-dihydro-l 
(3-(5-chlorobenzo[bl thieny l)methy 1)- IH- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(3 , 5-difluoropheny lacety I)-L-alaninyl)amino-5-pheny 1-2 , 3-dihy dro- 1 
(3,3-dimethyI-2-oxo-propyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(3 , 5-difluoropheny lacety l)-L-alamnyl)arnino-5-pheny 1-2 , 3-dihy dro- 1 
(5-benzofurazanylmethyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(3 ,5-difluoropheny lacety l)-L-alamnyl)amino-5-pheny 1-2 , 3-dihydro- 1 
(3-phenoxypropyl)-lH- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(3 ,5-difluoropheny lacety l)-L-alamnyl)amino-5-pheny 1-2 , 3-dihy dro- 1 
(6-(2-trifluoromethylquinolinyl)methyl)-lH-l,4-benzodia2epin-2-one 

3-(N ' -(3 ,5-difluoropheny lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 
(2-methy Ibuty 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l 
(ethyl)- 1 H- 1 ,4-benzodiazepin-2-one 
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3-(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-5-phenyl-2 , 3 -dihydro- 1 - 
(3-pyridy Imethyl)- IH- 1 ,4-benzodiazepin-2-one 

3 -(N ' -(3 , 5-difluoropheny lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(2-oxo-2-(N-indoliny l)ethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(4-(3 , 5-dimethylisoxazolyl)methyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-aIaninyl)amino-5-phenyl-2,3-dihydro-l- 
(2-methoxyethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alariinyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(benzy 1)- 
lH-1 ,4-benzodiazepm-2-one 

3-(N'-(cyclopentylacetyl)-L-alariinyl)amino-5-phenyI-2,3-dihydro-l-(4-/^At- 
butylbenzyl)-lH-l ,4-beiizodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaiiinyI)amino-5-phenyl-2,3-dihydro-l-(2- 
cyclohexylethyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5 -pheny 1-2 , 3-dihydro- 1 -(3 , 3- 
dimethylbutyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacety l)-L-alamnyl)ainino-5-phenyl-2 , 3-dihydro- 1 - 
(isopropyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopentylacety l)-L-alaniny l)amino-5 -pheny 1-2 , 3-dihydro- 1 -( 1 - 
methoxycarbonyl- 1 -pheny Imethy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(2- 
ethy Ibuty 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(cyclohexy Imethy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-{N ' -(cyclopenty lacety l)-L-alamnyI)amino-5-pheny 1-2 , 3-dihydro- 1 -(2- 
phenylethyl)-lH-l,4-benzodia2epin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaninyI)amino-5-phenyI-2,3-dihydro-l-(3- 
phenylpropyl)- lH-1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(2-(N- 
phthalimidy l)ethyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(2- 
bipheny Imethy 1)- lH-1 ,4-benzodiazepin-2-one 
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3-(N'-(cyclopentylacetyI)-L-alaninyl)aniino-5-phenyl-2,3-dihydro-l-(3-(5- 
chlorobenzo[b] thienyl)methyl)-lH-l ,4-beiizodiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(3,3- 
dimethy l-2-oxo-butyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaniny l)amino-5-phenyl-2 , 3-dihydro- 1 -(5- 
benzofurazanyiinethyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety I)-L-alaniny l)amino-5-phenyl-2 , 3-dihydro- 1-(3- 
phenoxypropy I)- IH- 1 , 4-benzodiazepin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaniny l)aniino-5-pheny 1-2 , 3-dihydro- 1 -(6-(2- 
trifluoromethylquinolinyl)methyl)-lH-l,4-benzodiazepin-2-one 

3-(N *-(cyciopenty lacety O-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 - 
(cyclopropy Imethy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3 - (N ' -(cyclopenty lacety l)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(2- 
methy Ibuty 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-{cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(ethyl)- 
lH-1 ,4-ben2odiazepin-2-one 

3-(N'-(cyclopentylacetyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(4-(3,5- 
dimethy lisoxazoly l)methy 1)- 1 H- 1 , 4-benzodia2epin-2-one 

3-(N ' -(cyclopenty lacety l)-L-alaninyl)amino-5-pheny 1-2 , 3-dihydro- 1 -(propy 1)- 
lH-1 ,4-benzodiazepin-2-one 

3-(N'-(cyclopentylacetyI)-L-alaiiinyI)ainino-5-phenyl-2,3-dihydro-l-(2- 
methoxyethy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alamnyl)amino-5-phenyI-2,3-dihydro-l- 
(benzyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N ' -(4 , 4 ,4-trifluorobuty ry l)-L-alaniny l)amino-5-pheny 1-2 , 3 -dihydro- 1 -(4- 
ferf-butylbenzyl)-lH-l,4-benzodiazepin-2-one 

3- (N ' -(4 , 4 , 4-trifluorobuty ry l)-L-alaniny I)amino-5-pheny 1-2 , 3-dihydro- 1 -(2- 
cyclohexylethyl)- lH-1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryI)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
- (3 ,3-dimethylbutyl)- IH- 1 ,4-ben2odiazepin-2-one 

3-(N' -(4 ,4 ,4-trifluorobutyry l)-L-alaniny l)amino-5-phenyl-2 , 3-dihydro- 1 - 
(isopropyl)-lH-l,4-benzodiazepin-2-one 
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3-(N ' -(4 , 4,4-trifluorobutyry l)-L-aIaniny l)amino-5-pheny 1-2 , 3-dihydro- 1-( 1 
methoxycarbony 1- 1 -pheny Imethy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N '-(4 , 4 ,4-trifluorobuty ry I)-L-alaniny l)amino-5-pheny 1-2 , 3-dihydro- 1 -(2 
ethylbuty 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(cyclohexy Imethy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyI)amino-5-phenyl-2,3-dihydro-l-(3- 
phenylpropyl)-lH-l,4-benzodia2epin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(2- 
bipheny Imethy 1)- 1 H- 1 ,4-benzodia2epin-2-one 

3-(N'-(4,4,4-trifluorobutyryI)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(3- 
(5-chlorobenzo[b] thienyl)methyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyTyl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(3 ,3-dimethyl-2-oxo-butyl)-lH-l ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-d 
benzofurazanylmethyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(3- 
phenoxypropy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(6- 
(2-trifluoromethyIquinolinyl)methyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyiyl)-L-alaninyI)amino-5-phenyl-2,3-dihydro-l- 
(cyciopropylmethyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryI)-L-alaninyl)amino-5-phenyl-23-dihydro-l-(2- 
methylbutyl)-lH-l,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l- 
(ethyl)- IH- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-phenyl-2,3-dihydro-l-(4- 
(3,5-dimethylisoxazolyl)methyl)-lH-l,4-benzodiazepin-2-one 

3-(N ' -(4,4,4-trifluorobutyryl)-L-alaninyl)amino-5-pheny 1-2, 3-dihydro- 1 - 
(propyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-(N'-(4,4,4-trifluorobutyryl)-L-alamnyl)amino-5-phenyl-2,3-dihydro-l-(2- 
methoxyethy 1)- IH- 1 ,4-benzodiazepin-2-one 
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3-( N'-(L-(+)-mancielyl)-L-alaninyI)-amino-)-2,4-dioxo-l,5-bis-(2,2- 
dimethyIpropyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

(S)-3-(N'-(N-pyrrolidinylacetyl)-L-alamnyI)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH- 1 ,4-benzodiazepin-2-one 

3-(N'-(2-chlorophenoxyacetyl)-L-aIaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyI-lH-l,4-benzodiazepin-2-one 

3-(N'-(2-thiopheneacetyI)-L-aIaninyl)amino-2,3-dihydro-l-methyl-5-phenyl - 
IH- 1 ,4-benzodia2epin-2-one 

3-(N'-(3-(trifluoromethyl)phenylacetic)-L-alaninyI)amino-2,3-dihydro-l- 
methyl-5-phenyl -lH-1 ,4-benzodiazepin-2-one 

3-(N'-(4-tolylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl -IH- 
1 ,4-benzodiazepin-2-one 

3-(N'-(3-(4-methoxyphenyl)propionyl)-L-alaninyl)amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-(N'-(3,5-difluorophenyIacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
pheny 1- 1 H- 1 , 4-benzodiazepin-2-one 

3-(N'-(m-tolylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5-phenyl-lH- 
1 ,4-benzodiazepin-2-one 

3-(N'-(3-fluorophenylacetyl)-L-alanmyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- 1 H- 1 ,4-ben2odiazepin-2-one 

3-(N'-(3-bromophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-benzodiazepin-2-one 

3-(N'-(4-chlorophenoxyacetyI)-L-alanmyl)amino-2,3-dihydro-l-methyl-5- 
phenyl- IH- 1 ,4-benzodia2epin-2-one 

3-(N'-(2-naphthylacetyl)-L-alaninyl)ainino-2,3-dihydro-l-methyl-5-phenyl- 
lH-l,4-benzodiazepin-2-one 

3-(N'-(3-methylphenoxyacetyI)-L-alaninyl)amino-2,3-dihydro-l-inethyl-5- 
pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-methoxyphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5- 
• (2-pyridyI)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(2-thiopheneacetyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 
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3- [(N ' -{3 , 5-difluoropheny lacety l)-L-alaniny l)amino] -2 , 3 -dihydro- 1 -methy 1- 
5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(3-bromophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(pheny Imercaptoacety l)-L-alaniny l)ainino] -2 , 3-dihydro- 1 -methy 1-5- 
(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(4-ethoxypheny lacety l)-L-alamny i)amino] -2 , 3-dihydro- 1 -methy l-5-(2- 
pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(4-(trifluoromethy l)pheny lacety l)-L-alaiuny l)aminol -2 , 3 -dihy dro- 1 - 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3,5-bis(trifluoromethyl)phenylacetyl)-L-aIaninyl)amino]-2,3-dihydro- 
l-methyl-5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3-[(N'-((methylthio)acetyl)-L-alamnyl)ammo]-2,3-dihydro-l-methyl-5-(2- 
pyridyI)-lH- 1 ,4-benzodiazepin-2-one 

3- [(N ' -{cyclohexy lacety l)-L-alaiiiny l)amino] -2 , 3-dihydro- 1 -methy l-5-(2- 
pyridyl)- lH-1 ,4-benzodiazepin-2-one 

3- [(N ' -(pentafluorophenoxy acety l)-L-alaninyl)amino] -2 , 3-dihydro- 1 -methy 1- 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [(N ' -(benzo[b] thiophene-3-acety I)-L-alaniny l)amino] -2 , 3-dihydro- 1 - 
methy I-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(2,4,6-trimethylphenylacetyl)-L-alaninyI)amino]-2,3-dihydro-l- 
methyl-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-biphenylacetyl)-L-aIaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)- IH- 1 ,4-beiizodiazepin-2-one 

3-[(N'-(3,4-difluorophenylacetyl)-L-alaninyl)amino]-2,3-dLhydro-l-methyl- 
5-(2-pyridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-{4-(2-thienyl)butyryI)-L-aIamnyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(5-methylhexanoyl)-L-alaninyI)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(3-methoxycarbonylpropionyl)-L-alaninyI)amino]-2,3-dihydro-l- 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3-[(N*-(2,6-difluoromandelyl)-L-alaninyI)amino]-2,3-dihydro-l-methyl-5-^^ 
pyridyI)-lH-l ,4-benzodiazepin-2-one 

3-[(N ' -(4'fluoromandely l)-L-alaniny I)amino]-2 , 3-dihydro- 1 -methy l-5-(2- 
pyridyl)- IH- 1 ,4-ben2odiazepin-2-one 

3-[(N'-(2,5-difluoromandelyl)-L-alamnyl)amino]-2,3-dihydro-l-methy 
pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3- [(N' -(2 ,4 , 6-trifluoropheny lacetyl)-L-alaninyl)amino]-2 , 3-dihydro- 1 - 
niethyl-5-(2-pyridyl)-lH-l,4-benzodia2epin-2-one 

3-[(N'-(4-fIuoro-2-(trifluoromethyl)phenylacetyl)-L-alaninyl)amino]-2,3- 
dihy dro- 1 -methy 1-5 -(2 -pyridyl)- 1 H- 1 , 4-benzodiazepin-2-one 

3- [(N ' -(4 A ,4-trifluorobutyry l)-L-alaniny l)amino] -2 3-dihydro- 1 -methy l-5-(2- 
pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(4-isopropy Iphenylacety l)-L-alaniny l)ainino]-2 , 3-dihydro- 1 -methy 1-5- 
(2-pyridyl)- lH-1 ,4-benzodiazepin-2-one 

3-[(N'-(beta-phenyIlactyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyI)-lH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(mandelyl)-L-alaninyl)amino]-23-ciihydro-l-methyl-5-(2-pyridyl)- 
IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-chloromandelyl)-L-alaninyl)aminol-2,3-dihydro-l-methyl-5-(2- 
pyridy 1)- 1 H- 1 ,4-beiizodiazepin-2-one 

3-[(N'-(isovaleryl)-L-alaninyl)amino]-2,3-dihydro-l-methyI-5-(2-pyridyl)- 
IH- 1 ,4-benzodiazepin-2-one 

3-[{N '-(2,3 ,5-trifluorophenylacetyl)-L-alaninyl)amino]-2 , 3-dihydro- 1 - 
methyl-5-(2-pyridyI)- IH- 1 ,4-benzodiazepin-2-one 

3- [(N ' -(3-methy Ithiopropiony l)-L-alaninyl)amino]-2 , 3-dihydro- 1 -methyI-5- 
(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N '-(L-alpha-hydroxy isocaproy l)-L-alaninyl)amino] -2 , 3-dihydro- 1 - 
methy l-5-(2-pyridyl)- 1 H- 1 , 4-benzodiazepin-2-one 

3-[(N'-(3-nitrophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(D-3-phenyllactyl)-L-alaninyl)amino]-2,3-dihydro-l-methyl-5-(2- 
pyridyl)- IH- 1 ,4-benzodiazepin-2-one 
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3-[(N'-(4-methocyphenylacetyI)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-{2-thiopheneacetyl)-L-aIarunyI)amino]-23-dihydro-l-(33-dimethy 
5 oxobutyl)- 5-(2-pyridyl)-lH-l,4-beiizodiazepin-2-one 

3-[(N ' -(3 , 5-difluoropheny lacety l)-L-alaninyl)amino] -2 , 3-dihydro- 1 -{3 , 3 - 
diinethyl-2 -oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

1 0 3- [(N ' -{3-bromopheny lacetyl)-L-alaniny l)amino]-2 , 3-dihydro- 1 -(3 , 3- 

dimethyI-2-oxobutyI)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N ' -(phenylmercaptoacety I)-L-alaniny l)amino]-2 , 3-dihydro-l -(3 ,3- 
dimethyl-2-oxobuty I)- 5-(2-pyridyl)- IH- 1 ,4-beiizodiazepin-2-one 

15 

3- [(N " -(4-ethoxypheny lacety l)-L-alamnyl)amino] -2 , 3-dihydro- 1 -(3 , 3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N * -(4-(trifluoromethyl)pheny lacety l)-L-alamnyl)amino] -2 , 3-dihydro- 1 - 
20 (3 ,3-dimethyl-2-oxobutyI)- 5-(2-pyridyl)- lH-1 ,4-benzodiazepin-2-one 

3-[(N'-(3,5-bis(trifluoromethyl)phenylacetyl)-L-alaninyl)amino]-2,3-dihydro- 

1- (3 ,3-dimethyl-2-oxobutyI)- 5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

25 3-[(N'-((methylthio)acetyl)-L-alaninyl)amino]-23-dihydro-l-(3,3-dimethyl- 

2- oxobutyl)- 5-(2-pyridy 1)-1H- 1 ,4-beiizodiazepin-2-one 

3- [(N'-(cyciohexylacetyl)-L-alaiiinyl)amino]-2,3-dihydro-l-(3,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

30 

3-[(N'-(pentafluorophenoxyacetyl)-L-alaninyI)ainino]-2,3-dihydro-l-(3,3- 
diinethyl-2 -oxobutyl)- 5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(ben2o[b]thiophene-3-acetyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
35 dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(2,4,6-trimethyiphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
diinethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

40 3-[(N'-(4-biphenylacetyI)-L-alaninyI)amino]-2,3-dihydro-l-(3,3-dimethyl-2- 
oxobuty 1)- 5-(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(3,4-difluorophenylacetyl)-L-alamnyl)amino]-2,3-dihydro-l-(3,3- 
'diinethyl-2-oxobutyl)- 5-(2-pyridy I)- IH- 1 ,4-benzodiazepin-2-one 

45 

3-[(N'-(4-(2-thienyI)butyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3-diinethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 



- 853 - 



3-[(N'-(5-methyihexanoyl)-L-alaninyI)amino]-2,3-dihydro-l-(3,3-dimethyI- 

2- oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N'-(2,6-difluoromandelyl)-L-alaninyI)amino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodia2epin-2-one 

3-[(N'-(4-fluoromandelyI)-L-alaninyl)amino]-2,3-dihydro-l-(3,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(2,5-difluoromandelyl)-L-alaninyI)amino]-2,3-dihydro-l-(3,3- 
dimethyI-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N '-(2 ,4, 6-trifluorophenylacetyl)-L-alaninyl)ainino]-2 ,3-dihydro- 1 -(3,3- 
dimethyI-2-oxobutyI)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(4-fluoro-2-(trifluoromethyl)phenylacetyl)-L-alamnyl)amino]-2,3- 
dihydro-l-(3,3-dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2- 
one 

3-[(N'-(4,4,4-trifluorobutyryl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N ' -(4-isopropylphenylacetyl)-L-alaninyI)amino] -2 ,3-dihydro- 1 -(3 ,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(beta-phenyllactyl)-L-alaninyI)amino]-2,3-dihydro-l-(3,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(mandelyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyI)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(4-chloromandelyl)-L-alaninyI)amino]-2,3-dihydro-l-(3,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N' -(isovaleryl)-L-aIaninyl)amino]-2 ,3-dihydro- 1 -(3 ,3-dimethyl-2- 
oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(2,3,5-trifluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
dimethyi-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(3-methylthiopropionyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

- 3-[(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3- 
dimethyl-2-oxobutyl)- 5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 



- 854 - 



3-[(N'-(3-nitrophenylacetyl)-L-aIaninyl)amino]-2,3-dihydro-l-(3,3-dimethyl- 

2- oxobutyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3- [(N'-(D-3-phenyllactyl)-L-alaninyl)amino]-2,3-dihydro-l-(3,3-dimethyl-2- 
oxobuty 1)- 5-(2-pyridyI)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(4-methoxyphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(2-thiopheneacetyl)-L-alaninyI)amino]-2,3-dihydro-l-{2-N,N- 
diethyIaminoethyl)-5-(2-pyridyI)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(N''-acetyl-N''-phenylglycinyI)L-alaninyl)amino]-2,3-dihydro-l-(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3,5-difluorophenylacetyI)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3-bromophenylacetyI)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(phenylmercaptoacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-(trifluoromethyl)phenylacetyI)-L-alaninyl)amino]-2,3-dihydro-l-(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3,5-bis(trifluoromethyl)phenylacetyI)-L-alaninyl)amino]-2,3-dihydro- 
l-(2-N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(cyclohexylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethylam 
5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[(N'-(pentafluorophenoxyacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(benzo[b]thiophene-3-acetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(benzoylformyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(3,4-difluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(4-(2-thienyl)butyryl)-L-alaninyI)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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3-[(N'-(5-methylhexanoyl)-L-alaninyl)amino]-23-<iihydro-l-(2-N,N-^^ 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[(N'-(4-fluoromandelyl)-L-alaninyI)amino]-2,3-dihydro-l-(2-N,N-diethyl 
5 aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

34(N'-(2,5-difluoromandelyl)-L-alaninyl)amino]-23-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

10 3-[{N'-(4,4,4-trifluorobutyryl)-L-aIaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



li 3-[(N'-(4-isopropylphenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 

diethyl aminoethyl)- 5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 



15 



30 



45 



3-[(N'-(beta-phenyllactyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 



3-[(N'-(mandelyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
%l 20 aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

W 

S3 3-[(N'-{4-chloromandelyl)-L-alaninyl)amino]-2,3-dihydro-l-{2-N,N-diethyl 
Q aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

25 3-[(N'-(isovaleryl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[(N'-(2,3,5-trifluorophenylacetyl)-L-alaninyl)amino]-2,3-dihydro-l-(2- 
N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3-[(N'-(3-methylthiopropionyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N- 
diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 



3-[(N'-(L-alpha-hydroxyisocaproyl)-L-alaninyl)aminol-23-dihydro-l-(2- 
35 N,N-diethyl aminoethyl)- 5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[(N'-(3-nitrophenylacetyl)-L-alaninyI)amino]-23-dihydro-l-(2-N,N-diethyl 
aminoethyl)- 5-(2-pyridyl)-lH-l ,4-benzodiazepin-2-one 

40 3-[(N'-(D-3-phenylIactyl)-L-alaninyl)amino]-2,3-dihydro-l-(2-N,N-diethylaminoethyl) 
5-(2-pyridyl)- IH- 1 ,4-ben2odiazepin-2-one 



3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(methyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 
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3-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3 ,5-difluorophenylacetyl)-L-vaIiny I] -amino-2 ,4-dioxo- 1 ,5-bis- 
(methyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(2-methyIpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3 ,5-difluorophenylacety I)-L-norvalinyl] -ainino-2 ,4-dioxo- 1 ,5- 
bis-(cyclopropylmethyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodia2epine 

3-[N-(3,5-difluorophenylacetyl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(methyI)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-{3,5-difluorophenylacetyl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenyIaIaninyl]-amino-2,4-dioxo- 
1 ,5-bis-(2-methylpropyl)-2, 3 ,4, 5-tetrahydro- IH- 1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylalaninyI]-amino-2,4-dioxo- 
l,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylaIaninyl]-amino-2,4-dioxo- 
1 , 5-bis-(cyclopropy Imethy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenyIglycinyl]-amino-2,4-dioxo- 
1 ,5-bis-(2-metiiylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyl]-amino-2,4-dioxo- 
- 1 ,5-bis-{methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-phenylgIycinyl]-amino-2,4-dioxo- 
l,5-bis-(cycIopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 
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3-[N-(3,5-difluorophenylacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo- 
1 ,5-bis-(2-methylpropyI)-2,3 ,4,5-tetrahydro-lH- 1 ,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo- 
l,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyI)-(2-thienyI)glycine]-amino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-(3-thienyI)glycine]-amino-2,4-dioxo- 
1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3- [N-(3 , 5-difluorophenylacety l)-(3-thieny l)glycine] -amino-2 ,4-dioxo- 
l,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3 ,5-difluorophenylacetyI)-(3-thienyl)glycine]-amino-2 ,4-dioxo- 
1 ,5-bis-(cyclopropylmethyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(3 ,5-difluorophenylacetyl)-L-threoninyI]-amino-2,4-dioxo-l ,5- 
bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodia2epine 

3-[N-(3,5-difluorophenyIacetyl)-L-threoninyl]-amino-2,4-dioxo- 
l,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-tyrosinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3,5-difluorophenylacetyl)-L-tyrosinyi]-amino-2,4-dioxo-1.5-bis- 
(niethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(3 ,5-difluorophenylacetyI)-L-tyrosinyI]-amino-2,4-dioxo-l ,5- 
bis-(cycIopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(2-methyIpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(methyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cycIopentyiacetyl)-L-alamnyi]-amino-2,4-dioxo-l,5-bis- 
- (cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cycIopentylacetyI)-L-vaIinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methylpropy I)-2 ,3,4 ,5-tetrahydro- 1 H- 1 , 5-benzodiazepine 
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3-[N-(cyclopentylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(methyl)-23,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
5 (cycIopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-beiizodiazepine 

3-[N-(cyclopentylacetyI)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(2-methy Ipropy l)-2 ,3,4, 5 - tetrahydro- 1 H- 1 , 5 -benzodiazepine 

10 3-[N-(cyclopentylacetyl)-L-norvalinyl]-amino-2,4-dioxo-l,5- 
bis-(methy l)-2 , 3 ,4 , 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 



S 15 



3-[N-(cyclopentylacetyl)-L-norvalinyl]-aniino-2,4-dioxo-l,5- 
bis-(cyclopropy lmethyl)-2 ,3 ,4,5-tetrahydro- IH- 1 ,5-benzodia2epine 

3-[N-(cyclopentylacetyl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methy Ipropy l)-2 , 3 ,4,5-tetrahydro- IH- 1 ,5-benzodiazepine 

3- [N-(cyclopenty lacety I)-L-methioniny 1] -amino-2 , 4-dioxo- 1 ,5- 
20 bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-methiomnyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3 ,4, 5-tetrahydro- IH- 1 ,5-benzodiazepine 

25 3- [N-(cyclopenty lacety l)-L-phenylalaninyl] -amino-2 ,4-dioxo- 

1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 



30 



45 



3-[N-(cyclopentylacetyl)-L-phenylaIaninyI]-amino-2,4-dioxo- 
1 ,5-bis-(methy l)-2 , 3 ,4 ,5-tetrahy dro- 1 H- 1 ,5-benzodiazepine 

3-[N-(cyclopentylacetyI)-L-phenylalaninyl]-amino-2,4-dioxo- 

1 ,5-bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 



3-[N-{cyclopentylacetyl)-L-phenylglycinyI]-amino-2,4-dioxo- 
35 l,5-bis-(2-metiiylpropyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(cyclopenty lacety l)-L-phenylglycinyl] -amino-2 ,4-dioxo- 
1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

40 3-[N-(cyclopentylacetyl)-L-phenylglycinyl]-amino-2,4-dioxo- 

1 ,5-bis-(cyclopropyimethyl)-2, 3, 4,5-tetrahydro-lH-l ,5-benzodiazepine 



3-[N-(cyclopentylacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo- 
l,5-bis-(2-methyIpropyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(cyclopentylacetyl)-(2-thienyI)gIycine]-amino-2,4-dioxo- 
l,5-bis-(methyI)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 
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3-[N-{cyclopentylacetyl)-(2-thienyl)glycine]-amino-2,4-dioxo- 
l,5-bis-(cyclopropylmethyI)-2,3,4,5-tetrahyciro-lH-l,5-benzodiazepine 

3-[N-(cyclopentyIacetyI)-(3-thienyl)giycine]-ainino-2,4-dioxo- 

1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 
1 ,5-bis-(inethyl)-2,3.4,5-tetrahydro- lH-1 ,5-beiizodiazepine 

3-[N-(cyclopentylacetyl)-(3-thienyl)glycine]-amino-2,4-dioxo- 

1 ,5-bis-(cyclopropylniethyl)-2,3 ,4,5-tetrahydro- IH- 1 ,5-beiizodia2epine 

3 - [N-(cycIopenty lacety I)-L-seriny 1] -amino-2 , 4-dioxo- 1 , 5-bis- 
(2-methylpropyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cycIopentylacetyI)-L-threoninyl]-amino~2,4-dioxo-l,5- 
bis-(2-methyIpropyl)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2, 3 ,4, 5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(cyclopentylacetyl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropy Imethy 0-2 , 3 ,4, 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-{cyclopentylacetyI)-L-tyrosinyl]-amino-2,4-dioxo-l,5-bis- 
(2-methylpropyl)-2,3 ,4,5-tetrahydro-lH- 1 ,5-benzodiazepine 

3- [N-(cyclopentylacetyl)-L-tyrosinyl]-amino-2,4-dioxo- 1 ,5- 
bis-(methy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 , 5 -benzodiazepine 

3-[N-(cyclopentylacetyl)-L-tyrosinyl]-amino-2,4-dioxo- 1 ,5- 
bis-(cycIopropylmethyI)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-alaninyl]-amino-2 ,4-dioxo- 1 ,5-bis- 
(2-methyipropyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-{4,4,4-trifluorobutryl)-L-alaninyl]-aniino-2,4-dioxo-l,5- 
bis-(methy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-alaninyIl-amino-2,4-dioxo- 1 ,5-bis- 
(cyciopropyImethyi)-2 ,3 ,4,5-tetrahydro-lH- 1 ,5-benzodiazepine 

3-[N-{4,4,4-trifluorobutryl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
- (2-methy Ipropy I)-2 , 3 ,4, 5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryI)-L-valinyl]-amino-2,4-dioxo- 1 ,5-bis- 
-(methyl)-2, 3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 
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3-[N-(4,4,4-trifluorobutryl)-L-valinyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropy Imethy l)-2 , 3 ,4 ,5-tetrahydro- IH- 1 , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutry I)-L-norvalinyl]-aniino-2,4-dioxo- 1 ,5- 
bis-{2-methylpropyl)-2 , 3 ,4,5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-norvalinyl]"amino-2,4-dioxo-l,5- 
bis-(methyl)-2 , 3 ,4,5-tetrahydro- 1 H- 1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-norvalinyl]-aniino-2,4-dioxo- 1 ,5- 
bis-(cyclopropylinethyl)-2,3,4,5-tetrahydro-lH-l,5-beiizodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-methiomnyl]-amino-2,4-dioxo-l,5- 
bis-(2-niethy Ipropy I)-2 , 3 ,4, 5-tetrahydro- IH- 1 ,5-ben2odiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(methyl)-2, 3 ,4, 5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-methioninyl]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylniethyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryi)-L-phenylalaninyl]-amino-2,4-dioxo- 
l,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l, 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-phenylalaninyl]-amino-2,4-dioxo- 
1 , 5-bis-(methy l)-2 ,3,4, 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-phenylalaninyl]-amino-2,4-dioxo- 

1 ,5-bis-{cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-phenylglycinyl]-amino-2,4-dioxo- 

-1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-phenyIgIycinyl]-amino-2,4-dioxo- 
l,5-bis-(mefliyI)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-(2-thienyI)glycine]-amino-2,4- 

dioxo-1 ,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryI)-L-(2-thienyl)glycine]-amino-2,4- 
dioxo-1 ,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryI)-L-(2-thienyl)glycine]-aniino-2,4- 
'dioxo-1 ,5-bis-(cyciopropylmefliyl)-2,3,4,5-tetrahydro-lH-l ,5- 
benzodiazepine 
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3-[N-(4,4,4-trifluorobutryI)-L-(3-thienyl)gIycine]-amino-2,4- 
dioxo-l,5-bis-(2-methylpropyI)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryI)-L-(3-thienyl)glycine]-amino-2,4- 
dioxo- 1 ,5-bis-(methyl)-2 , 3 ,4,5-tetrahydro- IH- 1 ,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-(3-thienyI)glycine]-amino-2,4- 

dioxo-1 ,5-bis-(cyclopropylmetiiyl)-2,3,4,5-tetrahydro-lH-l ,5- 
-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-cyclohexylglycinyl]-amino-2,4- 
dioxo-l,5-bis-(2-methylpropyl)-2,3,4,5-tetrahydrb-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-cyclohexyIglycinyI]-amino-2,4- 
-dioxo-l,5-bis-(methyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-cyclohexylglycinyl]-amino-2,4- 
dioxo- 1 ,5-bis-(cyclopropylmethyl)-2,3 ,4,5-tetrahydro- 1 H- 1 ,5- 
benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(2-methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-threoninyl]-amino-2,4-dioxo-l,5- 
bis-(methyI)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N-(4,4,4-trifluorobutryl)-L-threoninyI]-amino-2,4-dioxo-l,5- 
bis-(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-(3,5-difluorophenylacetyl)amino-2,3-dihydro-l-methyI-5-phenyl-l/M,4- 
benzodiazepin-2-one 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyl)amino-2,3-dihydro-l-ethyl-5- 
phenyl- lH-1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaiiinyl]-amino-2,3-dihydro-5-phenyl- 
lH-1 ,4-benzodiazepin-2-one 

3-[N ' -(3 , 5-difluoropheny lacetyl)-L-alaninyl] -amino-2 , 3-dihydro- 1 -methy 1-5- 
( 1 -piperidinyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N ' -{3 ,5-difluorophenylacetyl)-L-alanmyl]-amino-7-chloro-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyI)-L-alaninyl]-amino-7-bromo-2,3-dihydro-l- 
methyl-5-(2-fluorophenyl)-lH-l,4-benzodiazepin-2-one 
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3-[N ' -(3 , 5-difluoropheny lacety 1)-N ' -methy I-L-alaninyl] -aniino-2 ,3-dihydro- 
1 -methy 1-5-phenyMH- 1 ,4-benzodiazepin-2-one 

3- [N ' -(3 ,5-difluoropheny lacety l)-L-alaninyl] -ainino-7-chloro-2 , 3-dihy dro- 1 - 
methyl-5-(2-chlorophenyl)- IH- 1 ,4-ben2odiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-aIarunyl]-amino-5-cyciohexyl-2,3- 
dihydro-l-methyl- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,3-dihydro-l-m^ 
nitro-5-phenyI- 1 H- 1 ,4-benzodia2epin-2-one 

3- [N '-(3 , 5-difluoropheny lacety l)-L-alaninyl] -amino-2 , 3-dihydro- 1 -methy 1-5- 
(2-fluorophenyl)-lH-l,4-benzodiazepin-2-one 

3-[N' -(3 ,5-difluorophenyi-Q:-hydroxyacetyl)-L-valinyl]-amino-2,3-dihydro- 1 
methyl-5-pheny 1- IH- 1 , 4-benzodia2epin-2-one 

3-[N'-(3,5-difluorophenyl-a-hydroxyacetyl)-L-rerr-leucinyI]-amino-2,3- 
dihy dro- 1 -methy 1-5-phenyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenyIacetyI)-L-alaninyl]-amino-2,3-dihydro-l-methyl-5- 
(3-fluoropheny 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenyIacetyI)-L-alaninyl]amino-2,3-dihydro-l-methyl-5- 
(4-fluoropheny 1)- 1 H- 1 , 4-benzodia2epin-2-one 

3-[N '-(cyclopenty 1-a-hydroxy acety l)-L-alaninyl] -amino-2 , 3-dihydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-[N ' -(cyclopenty l-or-hydroxyacety l)-L-vaIiny 1] -amino-2 , 3-dihydro- 1 - 
methyl-5-pheny HH- 1 ,4-ben2odiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l,5- 
dimethyl- 1 H- 1 , 4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaiiinyl]amino-2,3-dihydro-l-isobutyl-5- 
phenyl)- lH-1 ,4-benzodiazepin-2-one 

3-[N'-{3,5-difluorophenyl-a-hydroxyacetyl)-L-alaninyI]amino-2,3-dihydro- 
1 -methy 1-5-phenyl- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenyl-Q:-oxoacetyI)-L-alaninyI]amino-2,3-dihydro-l- 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-[N'-(2-methylthioacetyI)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-phenyl 
IH- 1 ,4-benzodiazepin-2-one 
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3-[N'-(3,5-difluorophenylacetyI)-L-vaIinyl]amino-2,3-dihydro-l-methyl-5- 
phenyMH-1 ,4-benzodiazepin-2-one 

3- [N ' -(3 ,5-difluoropheny lacety l)-L-tert-leuciny l]amino-2 , 3-dihydro- 1 - 
methy 1-5-phenyl- IH- 1 ,4-benzodiazepin-2-one 

3- [N ' -(3 , 5-difluoropheny lacety l)-L-alaniny 1] amino-2 , 3 -dihy dro- 1 -isopropy 1- 
5-phenyHH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3 ,5-difluorophenylacetyI)-L-alaiunyI]amino-2,3-dihydro- 1- 
cyclopropylmethyl-5-phenyI-lH-l,4-benzodiazepin-2-one 

3- [N ' -(3 ,5-difluoropheny l-a-fluoroacetyl)-L-alaniiiyI]amino-2 , 3-diliydro- 1 - 
methyl-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-/7-propyl- 
5-pheny I- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-methylbutyryl)-L-phenylgIycinyI]amino-2,3-dihydro-l-methyl-5- 
phenyl-lH-1 ,4-ben2odiazepin-2-one 

3-[N'-(3 ,5-difluorophenylacetyI)-L-phenylglycinyl]amino-2,3-dihydro- 1 - 
methyI-5-phenyl-lH-l,4-benzodiazepin-2-one 

3-[N'-(2-phenylthioacetyl)-L-alaninyI]amino-23-dihydro-l-methyl-5-pheny^ 
lH-1 ,4-benzodiazepin-2-one 

3-[N ' -(3-methylbutyiy l)-L-alamny I]amino-2 , 3-dihydro- l-methyl-5-phenyl- 
lH-1 ,4-benzodia2epin-2-one 

3-[N' -(2-phenylthioacety l)-L-pheny Iglyciny 1] amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH-1 ,4-benzodia2epin-2-one 

3-[N'-(3-(4-methoxyphenyl)propionyl)-L-alaninyl]amino-2,3-dihydro-l- 
methy I-5-pheny I- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N ' -(3-bromopheny lacety l)-L-alaninyl]amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl-lH- 1 ,4-benzodia2:epiii-2-one 

3 -[N '-(4-cyclohexy Ibuty ry l)-L-alaniny I] amino-2 , 3-dihydro-l -methyl-5- 
phenyl-lH-1 ,4-benzodia2epin-2-one 

3-[N'-(4-methoxyphenylacetyl)-L-alaninyl]amino-2,3-ciihydro-l-methyl-5-(2 
' pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N'-(3-methyl-2-hydroxylbutyryl)-L-alaninyl]amino-2,3-dihydro-l-methyl 
5-pheny 1- 1 H- 1 ,4-benzodiazepin-2-one 
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3-[N'-(3-methyl-2-hydroxylbutyryl)-L-aianinyl]amino-23-dihydro^ 
5-pheny 1- 1 H- 1 , 4-ben2odiazepin-2-one 

3- [N ' -(3 , 3-dimethy Ibuty ry l)-L-alaniny l]amino-2 , 3-dihydro- 1 -methy 1-5- 
phenyl- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(tiiien-2-yl-acetyI)-L-alanmyl]amino-2,3-dihydro-l-methyl-5-(2- 
py ridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3- [N' -(3 , 5-difluorophenylacety I)-L-alaniny I] ammo-2 , 3-dihydro- 1 -methy 1-5- 
(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-bromophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one 

34N'-(2-phenylthioacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(4-ethoxyphenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N'-(4-trifluoromethylphenylacetyl)-L-alaiiinyl]amino-2,3-dihydro-l- 
methyI-5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3- [N ' -(3 , 5 -di(trifluoromethy l)pheny lacety l)-L-alaniny I] amino-2 , 3-dihydro- 1 - 
methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2-methyithioacetyl)-L-alaninyl]ainino-2,3-dihydro-l-methyl-5-(2- 
py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(2-cyclohexy lacety l)-L-alaninyl] amino-2 , 3 -dihy dro- 1 -methy l-5-(2- 
pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(2,3,4,5,6-pentafluorophenyloxyacetyl)-L-alaninyl]amino-2, 3-dihydro 
1 -methyl-5-(2-pyridy 1)- IH- 1 ,4-benzodia2epin-2-one 

3-[N'-(thionaphth-3-ylacetyl)-L-alamnyI]amino-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l ,4-benzodiazepin-2-one 

3-[N '-(2,4, 6-trimethylpheny lacety l)-L-aIaninyl]amino-2 , 3-dihydro- 1 -methy 1- 
5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-((4-phenyl)phenylacetyl)-L-aIaninyl]amino-2,3-dihydro-l-methyl-5-{2- 
pyridy I)- 1 H- 1 , 4-ben2odiazepin-2-one 

3-[N'-(3,4-difluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5- 
(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 
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3-[N'-(4-(thien-2-yl)butyryl)-L-alaninyl]amino-2,3-dmydro-l-meth^^ 
pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(5-methylhexanoyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
pyridyI)-lH-l ,4-benzodiazepin-2-one 

3-[N '-(2-methoxycarbony lacety I)-L-alaniny 1] amino-2 , 3-dihy dro- 1 -methy 1-5- 
(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(2,6-difluorophenyl)-a-hydroxyacetyl)-L-alamnyl]amino-2,3-dihydro- 
l-inethyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(4-fluorophenyl)-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro-l- 
methy l-5-{2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N*-(2,5-difluorophenyl)-a-hydroxyacetyl)-L-alaninyl]arnino-2,3-dihydro- 
l-methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2,4,6-trifluorophenyl)acetyl)-L-alamnyl]amino-2,3-dihydro-l-met^^ 
5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-trifluoromethyl-4-fluorophenyl)acetyl)-L-alamnyl]amino-2,3- 
dihydro-l-methyl-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N '-(4 ,4 ,4-trifluorobutyry l)-L-alaniny 1] amino-2, 3-dihy dro- 1 -methy l-5-(2- 
pyridyl)-lH-l ,4-benzodia2epin-2-one 

3-[N'-(4-w^-propyiphenylacetyI)-L-alaiiinyllamino-2,3-dihydro-l-methyl-5- 
(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N ' -(3-phenyl-2-hydroxypropiony l)-L-alaniny I]amino-2 , 3-dihydro- 1 - 
methyl-5-{2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(phenyl-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro-l-methyl-5- 
(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N' -(4-chloropheny 1-a-hydroxy acety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 - 
methyI-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-methylbutyryl)-L-alaninyI]amino-2,3-dihydro-l-methyl-5-(2- 
pyridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3- [N '-(2,3 , 5-trifluoropheny lacety l)-L-alaninyl] amino-2 , 3-dihydro- 1 -methy I- 
5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3-[N'-(3-methylthiopropionyI)-L-alaninyl]amino-2,3-dihydro-l-methyl-5-(2- 
pyridyl)-lH-l,4-benzodiazepin-2-one 
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3-[N'-(3-methyl-2-hydroxybutyryl)-L-aIarunyllamino-23-<iihydro-l-m 
5-{2-pyridyI)-lH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-nitrophenylacetyl)-L-aIaninyl]ammo-23-dihydro-l-methyl-5-{2- 
pyridyl)- lH-1 ,4-ben2odiazepin-2-one 

3 - [N ' -(4-methoxypheny lacety l)-L-aIaniny 1] amino-2 , 3 -dihydro- 1 -{tert- 
butylcarbonylmethyl)-5-(2-pyridyI)-lH- 1 ,4-benzodiazepin-2-one 

3-[N ' -(2-thieny lacety l)-L-alaninyl]amino-2 , 3-dihydro- 1 -(rm- 
butylcarbonyImethyl)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-aIaninyl]amino-2,3-dihydro-l-(fm- 
butylcarbonylmethyI)-5-(2-pyridyl)-lH-l,4-benzodia2epin-2-one 

3 - [N ' -(3-bromopheny lacety l)-L-alaniny I] amino-2 , 3-dihydro- 1 -(/e/t- 
butylcarbonylinethyl)-5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-phenylthioacetyl)-L-alaninyl]amino-2,3-dihydro-l-(rm- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 

3-[N'-(4-ethoxyphenylacetyl)-L-aIaninyl]amino-2,3-dihydro-l-(fe/t- 
butyIcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepiii-2-one 

3-[N'-(4-trifluoromethylphenylacetyl)-L-alaiiinyI]amino-2,3-dihydro-l-(re/t- 
butylcarbony lmethyI)-5-(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(3,5-di-(trifluoroniethyl)phenylacetyl)-L-alaninyl]amino-2,3-dihydro- 
1 -(re/t-buty Icarbony lmethyl)-5-(2-py ridyl)- 1 H- 1 ,4-ben2odiazepin-2-one 

3-[N ' -(2-methy lthioacetyl)-L-alamnyl] amino-2 , 3-dihydro- l-(ten- 
butylcarbonylmethyI)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3- [N ' -(2-cy clomethy lacetyl)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(ferr- 
buty Icarbony Imethy I)-5-(2-py ridy 1)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2, 3,4,5, 6-pentafluorophenyloxyacetyl)-L-alaninyl]amino-2,3-dihydro- 
l-(ferf-butylcarbonylmethyl)-5-{2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(thionaphth-3-ylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(/erf- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2,4,6-trimethylphenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(ferr- 
^ butylcarbonylmethyl)-5-(2-pyridyl)- IH- 1 ,4-ben2odiazepin-2-one 
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3- [N ' -((4-pheny l)pheny lacety l)-L-alaniny 1] ainino-2 , 3-dihydro- 1 -(rerr- 
buty Icarbony linethyl)-5-(2-pyridy I)- 1 H- 1 ,4-benzodia2epin-2-one 

3- [N ' -(3 ,4-difluoropheny lacety l)-L-alaninyl] aniino-2 , 3-dihydro- 1 -(/e/T- 
butylcarbonylmethyl)-5-(2-pyridyl)- IH- 1 ,4-ben2odiazepin-2-one 

3-[N ' -(4-(2-thieny l)buty ry l)-L-alaniny 1] amino-2 3-dihydro- 1 -{ten- 
buty Icarbony lmetitiyl)-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N ' -(5-methy Ihexanoy l)-L-alaniny I] amino-2 , 3-dihydro- l-(f^rf- 
butylcarbonylmethyl)-5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(2-methoxycarbony lacety l)-L-alaninyl] amino-2 , 3-dihydro- 1 -(rm- 
buty lcarbonylmethyl)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3 - [N ' -(2 , 6-difluoropheny l-a-hydroxy acety l)-L-alaniny 1] amino-2 , 3-dihy dro- 
l-(rerf-butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodia2epin-2-one 

3-[N' -(4-fluorophenyl-Q:-hydroxyacetyl)-L-alaniny l]amino-2 , 3-dihydro- 1- 
(re/t-buty Icarbony lmethyl)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3 - [N ' -(2 , 5 -difluoropheny l-a-hy droxy acety l)-L-alaniny 1] amino-2 , 3-dihy dro- 
l-(fe/t-butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(2 A. 6-trifluoropheny lacety I)-L-alaninyl] amino-2 , 3-dihy dro-l 
buty Icarbony lmethyl)-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-trifluoromethyl-4-fluorophenylacetyl)-L-aIaninyl]amino-2,3- 
dihydro- 1 -{rm-buty icarbony lmethyl)-5-(2-pyridy I)- 1 H- 1 ,4-benzodiazepin-2- 
one 

3-[N'-(4,4,4-trifluorobutyryl)-L-alaninyl]amino-2,3-dihydro-l-(rm- 
butylcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N' -(4-/5^-propylphenylacetyl)-L-alaninyl] amino-2 , 3-dihydro-l -(rm- 
butylcarbonylmethyI)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(3-phenyI-2-hydroxypropionyl)-L-alaniny l]amino-2 , 3-dihydro- 1 -(f^rf- 
butylcarbonylmethy l)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(phenyl-a-hydroxyacetyl)-L-alaninyI]amino-2,3-dihydro-l-(re/r- 
butylcarbonylmethyl)-5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3-[N'-(4-chlorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(re/t- 
buty Icarbony Imethy l)-5-(2-pyridyl)- IH- 1 ,4-beiizodiazepin-2-one 
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3-[N'-(3-methylbulyryI)-L-alaninyl]amino-2,3-dihyciro-l-(/m- 
butylcarbonylmethyl)-5-(2-pyridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(2,3,5-trifluorophenylacetyl)-L-aIaninyI]amino-2,3-dihydro-l-(rerr- 
butylcarbony Imethy I)-5-(2-py ridy 1)- 1 H- 1 ,4-beiizodiazepin-2-one 

3-[N'-(3-methylthiopropionyl)-L-alamnyl]amino-2,3-dihydro-l-(r^/r- 
butyIcarbonylmethyl)-5-(2-pyridyl)-lH-l,4-benzodia2epin-2-one 

3- [N '-(3-metiiy 1-2-hydroxybutyry l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(rm- 
butylcarbony Imethy l)-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(3-mtrophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(rerf- 
butylcarbonylmethyl)-5-(2-pyridy 1)- IH- 1 ,4-beii2odiazepin-2-one 

3-[N'-(4-methoxyphenylacetyI)-L-alamnyl]ainino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2-thienylacetyI)-L-alaninyl]ammo-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-beiizodiazepin-2-one 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(3-bromophenylacetyl)-L-alaninyI]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepm-2-one 

3-[N'-(2-phenylthioacetyl)-L-aIarunyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyI)-lH-l,4-benzodia2epin-2-one 

3-[N'-(4-ethoxyphenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethy lamino)ethyl)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N*-(2-methyithioacetyl)-L-aIaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylainino)ethyI)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2-cyclohexylacetyl)-L-alamnyl]amino-2,3-dihydro-l-{2-(N,N- 
diethyIamino)ethy l)-5-(2-py ridy 1)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-{2, 3,4,5, 6-pentafluorophenyloxyacetyl)-L-alaninyI]ainino-2,3-dihydro- 
l-(2-(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH- 1 ,4-benzodiazepin-2-one 
3-[N'-(2-thionaphth-3-ylacetyl)-L-alamnyI]amino-2,3-dihydro 
diethy lamino)ethy l)-5-(2-pyridy 1)- 1 H- 1 , 4-benzodiazepin-2-one 

3-[N'-(2-phenyI-2-oxoacetyl)-L-aIaiunyI]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyI)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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3-[N'-(2,4,6-trimethyIphenyiacetyI)-L-alamnyl]amino-2,3-dihydro^ 
(N,N-diethylamino)ethyl)-5-(2-pyridy 1)- lH-1 ,4-benzodiazepin-2-one 

3-[N ' -((4-pheny l)phenylacetyl)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(2-(N , N- 
diethylamino)ethyl)-5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3- [N ' -((3 ,4-difluoropheny l)acety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(2-(N , N- 
diethylainino)ethyI)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-((4-(thien-2-yl)butyryl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylainino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

34N'-(5-methylhexanoyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethy l)-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(2-methoxycarbony lacety l)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(2-(N ,N- 
diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2,6-difluorophenyl-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro- 
l-(2-(N,N-diethylamino)ethyl)-5-(2-pyridyi)-lH-l,4-benzodiazepin-2-one 

3-[N ' -(4-fluoropheny l-o;-hydroxyacetyl)-L-alaniny l]amino-2 , 3-dihydro- 1 -(2- 
(N ,N-diethylamino)ethyl)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N*-(2,5-difluorophenyl-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro- 

1- (2-(N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3- [N ' -(4-hy droxymethy Ipheny loxy acety l)-L-alaniny 1] amino-2 , 3 -dihydro- 1 - 
(2-{N,N-diethylamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 

3-[N'-(2,4,6-trifluorophenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2- 
(N , N-diethy lamino)ethy l)-5-(2-pyridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3-[N'-(2-trifluoromethyl-4-fluorophenylacetyl)-L-alaninyl]amino-2,3- 
dihydro-l-(2-(N,N-diediyIamino)ethyi)-5-(2-pyridyl)-lH-l,4-benzodiazepin- 

2- one 

3- [N'-(4,4,4-trifluorobutyryl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethyl)-5-(2-pyridyl)- IH- 1 ,4-benzodiazepin-2-one 

3-[N'-(4-/j<5-propylphenylacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2-(N,N- 
diethylamino)ethy l)-5-{2-py ridyl)- 1 H- 1 ,4-benzodiazepin-2-one 

3- [N ' -(3-pheny 1-2-hydroxypropiony I)-L-alaniny 1] amino-2 , 3-dihydro- 1 -(2- 
(N,N-diethyIamino)ethyl)-5-(2-pyridyl)-lH-l,4-benzodiazepin-2-one 
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3-[N'-(phenyl-o!-hydroxyacetyl)-L-alaninyI]amino-2,3-dihydro-l-(2-(N,N- 
diethyIamino)ethyl)-5-(2-pyridyI)-lH-l,4-benzodiazepin-2-one 

3-[N'-(4-chlorophenyl-a-hydroxyacetyl)-L-alaninyl]amino-2,3-dihydro-l-(2 
(N,N-diethylainino)ethyI)-5-(2-pyridyl)-lH-l,4-ben2odiazepin-2-one 

3-[N'-(3,5-difluorophenyI-o;-hydroxyacetyl)-L-3-thienylglycinyl]amino-2,4- 

dioxo-l,5-bis(2,2-dimethylpropyl)-2,3,4,5-tetrahydro-lH-l,5- 
benzodiazepine 

3-[N'-(3,5-difluorophenyl-Q;-hydroxyacetyl)-L-alaninyl]amino-2,4-dioxo-l- 
phenyl-5-methyI-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N '-(3 ,5-difluorophenyl-Q;-hydroxyacetyl)-L-alaninyl] ainino-2-oxo- 1 - 
methyl-5-phenyl- 1 , 3 ,4,5-tetrahydro-l H- 1 ,5-benzodiazepine 

3- [N'-(3,5Klifluorophenylacetyl)-L-alaninyl]amini-L-lH-imidazole[l,2-a]-6- 
phenyl- 1 ,4-benzodiazepine 

4- [N'-(3.5-difluorophenylacetyl)-L-alaninyl]amino-L-lH-iinidazoIe[l,2-a]- 
2,4-dihydro-6-phenyl-l,4-benzodiazepine 

4-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]amino-L-4H[l,2,4]triazole[4,3- 
a]-6-phenyl-l ,4-benzodiazepine 

3-[N'-(3,5-difluorophenyIacetyl)-L-alaninyl]amino-2,4-dioxo-l,5-bis-(l- 
methylethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N'-(3,5-difluorophenylacetyl)-(R)-2-thienyIglycinyl]amino-2,4-dioxo-l,5- 
bis-(l-methylethyi)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N'-(cyclopropylacetyl)-R-2-thienylglycinyl]amino-2,4-dioxo-l,5-bis-(l- 
methylethyl)-2,3 ,4,5-tetrahydro- lH-1 ,5-benzodiazepine 

3-[N'-(cyclopentyIacetyl)-R-2-thienylglycinyI]amino-2,4-dioxo-l,5-bis-(l- 
methylethyI)-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N'-(3,5-difluorophenyIacetyl)-L-alaninyl]amino-2,4-dioxo-l,5-bis-methyl- 
2,3,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N'-(3,5-difluorophenyl-Q!-hydroxyacetyl)-L-aIaninyl]aminoT2,4-dioxo-l,5- 
bis-methyI-2,3 ,4,5-tetrahydro-lH- 1 ,5-benzodiazepine 

• 3-[N'-(3,5-difluorophenylacetyl)-L-alaninyI]amino-2,4-dioxo-l,5-bis-(2- 
methylpropyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 



3-[N'-(cyclopentylacetyl)-L-alaninyl]amino-2,4-dioxo- 1 ,5-bis-(2- 
methy Ipropy l)-2 , 3 ,4,5-tetrahydro- 1 H- 1 ,5-beiizodiazepine 

3-[N ' -(cy clopropy lacety l)-L-alaniny 1] -amino-2 , 4-dioxo- 1 , 5-bis-(2- 
methy lpropyl)-2 , 3 , 4, 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-[N'-(3,5-difluorophenylacetyl)-S-2-phenylglycinyl]-amino-2,4-dioxo-l,5 
bis-(2-methy Ipropy l)-2 , 3 ,4, 5-tetrahy dro- 1 H- 1 ,5-benzodia2epine 

3-[N'-(3,5-difluorophenyIacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis- 
(cyclopropyIniethyl)-2,3 »4,5-tetrahydro- IH- 1 , 5-benzodiazepine 

3-[N'-(cyclopentylacetyl)-L-alaninyI]-amino-2 ,4-dioxo-l ,5-bis- 
(cyclopropylmethyl)-2,3,4,5-tetrahydro-lH-l,5-benzodiazepine 

3-[N'-(cycIopentyl-o;-hydroxyacetyI)-L-alamnyl]-amino-2,4-dioxo-l,5-bis- 
(cy clopropy Imethy l)-2 ,3,4,5 -tetrahy dro- IH- 1 , 5-benzodiazepine 

3-[N'-(3,5-difluorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l,5-bis-(2,2 
dimethy Ipropy l)-2 , 3 , 4, 5-tetrahy dro- 1 H- 1 , 5-benzodiazepine 

3-[N'-{3,5-difluorophenyl-Q:-hydroxyacetyl)-L-alaninyI]-amino-2,4-dioxo- 
1 ,5-bis-(2,2-diniethylpropyl)-2,3,4,5-tetrahydro-lH-l , 5-benzodiazepine 

3-[N'-(cyclopentyIacetyl)-L-alaninyl]amino-2,4-dioxo-l,5-bis-(2,2- 
dimethy Ipropy l)-2, 3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N'-(cyclopentyl-a-hydroxyacetyI)-L-alaninyl]amino-2,4-dioxo-l,5-bis- 
(2 ,2-dimethy lpropyl)-2 , 3 ,4,5-tetrahydro- IH- 1 ,5-benzodiazepine 

3-[N'-(3 ,5-difIuorophenylacetyl)-L-alaninyl]-amino-2,4-dioxo-l ,5-bis- 
phenyl-2,3 ,4,5-tetrahydro-lH-l ,5-benzodiazepine 

3-[N'-(cyclopentyIacetyI)-L-alaninyl]amino-2,4-dioxo- 1 ,5-bis-phenyl- 
2,3 ,4,5-tetrahydro- IH- 1 ,5-benzodiazepine 

3-[N'-(cyclopentyl-a-hydroxyacetyl)-L-aIaninyl]-amino-2,4-dioxo-l,5-bis- 
pheny 1-2 , 3 ,4, 5-tetrahydro- 1 H- 1 , 5-benzodiazepine 

3-(N'-(3,5-difluorophenylacetyl)-L-alaninyi)amino-2,3-dihydro-l-methyl-5 
phenyl- 1 ,4-benzodiazepin-2 -one 

5-{N'-{cyclopentyIacetyI)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
' dibenz [b , d] azepin-6-one 

5-{N'-(3-cyclopentylpropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azep in-6-one 
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5-{N'-(cyclohexylacetyl)-L-alaiiinyl}-amino-7-methyI-5,7-dihydro-6H- 
diben2[b , d]azepin-6-one 

5-{N'-(t-butyIacetyl)-L-alaninyl}-amino-7-methyi-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(phenylacetyI)-L-alanmyl}-ainino-7-methyl-5,7-dihydro-6H- 
dibenz[b ,d]azepin-6-one 

5-{N'-(3-bromophenylacetyl)-L-alaninyI}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5- { N ' - (3-fluoropheny lacety l)-L-alaniny I } -aniino-7-methy 1-5 , 7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3-cUorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(3-(trifluoromethyl)phenylacetyl)-L-alaninyl}-amino-7-me±^ 
dihydro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(4-fluorophenylacetyl)-L-aIaninyI}-amino-7-methyI-5,7-dihydro-6H- 
dibenz [b , d] azep in-6-one 

5-{N'-(hexanoyl)-L-alaninyl}-amino-7-inethyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(heptanoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{3 ,4-difluoropheny lacety l)-L-alaninyl}-ainmo-7-methy 1-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(cyclopropylacetyI)-L-alaninyl}-ammo-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(2-cyclopentene-l-acetyl)-L-alanmyl}-amino-7-methyl-5,7-dihydro- 
6H-dibeiiz[b,d]azepin-6-one 

5-{N'-(3-cyclohexylpropionyl)-L-alaninyl}-aniino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(isovaIeryl)-L-alaninyl}-amino-7-methyI-5,7-dihydro-6H- 
' dibenz[b,d]azepin-6-one 

5-{N'-(citronellyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azep in-6-one 
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5-{N'-(3-benzoylpropionyl)-L-aIaiiinyI}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(2-cWorophenylacetyl)-L-alaninyl}-amino-7-metiiyl-5,7-dihydro-6H- 
5 dibenz[b , d] azepin-6-one 

5-{N'-(4-pentenoyl)-L-alaiiinyl}-ainino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d]azepin-6-one 

10 5-{N'-{valeryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(2-thiophenecetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

15 

5-{N ' -(4-(2-thieny l)butyryl)-L-alaniny 1} -amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz[b,d]a2epin-6-one 

5-{N'-(4-{4-nitrophenyl)butyryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 



Q 20 6H-dibenz[b,d]azepin-6-one 

D 5-{N'-(2,4-difluorophenylacetyl)-L-alaninyl}-ainino-7-methyl-5 ,7-dihydro- 

Q 6H-diben2[b ,d]azepin-6-oiie 

25 5 -{N ' -(2 , 6-difluoropheny lacety l)-L-alaiiiny 1} -amino-7-inethy 1-5 , 7-dihydro- 

6H-diben2[b , d] azepin-6-one 



5-{N'-(4-isopropyIphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b ,d]azepin-6-one 

30 

5-{N'-(l-adamantaneacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H-- 
dibenz[b,d]azepin-6-one 

5-{ N ' -(cyclohexanepentanoy l)-L-alaiiiny 1} -amino-7-inethy 1-5 , 7-dihydro-6H- 
35 dibenz[b,d]azepin-6-one 

5-{N'-((metiiylthio)acetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d]azepin-6-one 

40 5-{N'-(2-thiophenepentanoyI)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(2-norbomaneacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
' dibenz[b,d]azepin-6-one 

45 

5-{N'-(3,5-difluorophenylacetyl)-4-ethyInorleucinyI}-amino-7-metiiyl-5,7- * 
dihy dro-6H-dibenz [b , d] azepin-6-one 
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5-{N'-{3,5-difluorophenylacetyl)-4-methylnorleucinyl}-amino-7-meth^ 
dihydro-6H-diben2[b,d]azepin-6-one 

5-{N'-(3,5-difluorophenyIacetyI)-3-cycIopropyIalaninyl}-amino-7-methyl- 
5 , 7-dihydro-6H-dibenz[b ,d]azepin-6-one 

5-{N'-(3^5-difluorophenylacetyl)-4-cyclohexylhomoalaninyl}-amino-7- 
methy 1-5 , 7-dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(3,5-difluorophenylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5,7- 
dihy dro-6H-diben2 [b , d] azepin-6-one 

5-{N'-(3,5-difluorophenylacetyI)-4-methyInorIeucmyl}-amino-7-meA^ 
dihydro-6H-diben2[b,d]a2epin-6-one 

5-{N*-(cyclohexylacetyl)-4-ethylnorleucinyi}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b ,dlazepin-6-one 

5-{N ' -(cyclopropy lacety l)-4-ethylnorleucinyl}-amino-7-methy 1-5 , 7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(isovaleryl)-4-ethyInorleucinyI}-ainino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(3-(trifluoromethyl)phenylacetyl)-4-ethylnorleucinyl}-amino-7-meA^ 
5 , 7-dihy dro-6H-dibenz[b ,d]azepin-6-one 

5-{N'-(3,4-difluorophenylacety)-4-ethylnorleucinyl}-amino-7-niethyl-5,7- 
dihy dro-6H-dibeiiz[b , d] azepin-6-one 

5 - { N ' -(2 , 4-difluorophenylacety)-4-ethy Inorleuciny 1 } -amino-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b , d] a2epin-6-one 

5-{N'-(3-fluorophenylacetyl)-4-methylnorleucinyl}-amino-7-methyl-5,7- 
dihydro-6H-diben2[b,d]a2epin-6-one 

5-{N'-(cyclopentylacetyl)-4-methylnorleucinyl}-amino-7-niethyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5- {N ' -(cyclohexy lacety l)-4-methylnorleucinyl}-aniino-7-methy 1-5 , 7-dihy dro- 
6H-dibenz [b , d] azep in-6-one 

5-{N'-(cyclopropylacetyI)-4-methyInorleucinyl}-ainino-7-methyl-5,7- 
- dihydro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(2-thiopheneacetyl)-4-methylnorleucinyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b ,d] azepin-6-one 
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5-{N'-(isovaleryI)-4-methyInorleucinyI}-amino-7-methyl-5 J-dihydro-6H- 
ciibenz[b , d] azepin-6-one 

5-{N'-(3-{trifluoromethyl)phenylacetyl)-4-methylnorleucinyl}-amino-7- 
5 methyI-5 J-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-fluorophenylacetyl)-4-inethylnorleucinyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b , d] azepin-6-one 

10 5-{N'-(3,4-difluorophenylacetyl)-4-methyInorleucinyl}-amino-7-methyl-5,^ 
dihydro-6H-dibenz[b ,dlazepin-6-one 



% 5-{N'-(2,4-difluorophenyIacetyl)-4-methylnorleucinyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 



m 15 



30 



45 



5-{N'-(3-fluorophenylacetyl)-4-cycIohexylhomoaIamnyl}-amino-7-methyl- 
5 , 7-dihydro-6H-dibenz[b ,d] a2epin-6-one 



5-{N'-(cyclopentylacetyl)-4-cycIohexylhomoalaninyl}-aniino-7-methyI-5,7- 
20 dihydro-6H-dibenz[b,d]azepin-6-one 

5- {N ' -(cyclohexy lacetyl)-4-cyclohexy Ihomoalaniny l}-amino-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b ,d]azepin-6-one 

25 5-{N'-(cyclopropylacetyl)-4-cyclohexylhomoalamnyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,dla2epin-6-one 



5-{N' -(isovaleryl)-4-cyclohexylhomoalaninyl}-amino-7-methyl-5 ,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-fluorophenyIacetyl)-4-cycIohexylhomoalaninyl}-amino-7-methyl- 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one 



5-{N' -(3 ,4-difluorophenylacetyl)-4-cyclohexylhomoalariinyl}-arnino-7- 
35 methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(2,4-difluorophenylacetyl)-4-cyclohexylhomoalaninyl}-ainino-7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

40 5-{N'-(3-fluorophenylacetyI)-6-fluoronorleucinyl}-ainino-7-methyl-5,7- 
dihydro-6H-dibenz [b , d] azepin-6-one 



5-{N'-(cyclopentylacetyI)-6-fluoronorleucinyl}-amino-7-methyl-5,7-dihydro- 
' 6H-diben2[b,d]azepin-6-one 

5-{N'-(cyclohexylacetyl)-6-fluoronorleucinyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 
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5- { N ' -(cy clopropy lacety l)-6-fluoronorleuciny 1} -amino-7-methy 1-5 , 7-dihy d 
6H-dibenz [b , d] azepin-6-one 

5-{N'-(isovaIeryl)-6-fluoronorleucmyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(3-(trifluoromethyl)phenylacetyl)-6-fluoronorIeucinyl}-ainino-7- 
methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N ' -(4-fluorophenylacetyl)-6-fluoronorleuciny 1} -amino-7-methy 1-5 , 7- 
dihy dro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(3 ,4-difluorophenylacetyl)-6-fIuoronorleucinyl}-amino-7-methyl-5 ,7 
dihydro-6H-diben2[b ,d]azepin-6-one 

5-{N'-(2,4-difluorophenylacetyI)-6-fluoronorleucinyl}-amino-7-methyl-5,7 
dihydro-6H-dibenz[b,d]azepiii-6-one 

5-{N'-(4-methoxyphenylacetyI)-L-alaninyl}-ainino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N'-{3-(4-methoxyphenyl)propionyl)-L-alaninyi}-amino-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(l -naphthylacetyl)-L-alaninyl}-amino-7-methyl-5 ,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3,4-methyIenedioxyphenylacetyl)-L-alaninyI}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(hydrocinimmyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(octanoyl)-L-alamnyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(3-(3-hydroxyphenyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibeiiz[b , d] azepin-6-one 

5-{N'-(3-(4-methylphenyl)propionyl)-L-alaninyl}-amino-7-mediyl-5J- 
dihydro-6H-dibeiiz[b,d]azepin-6-one 

5-{N'-(3-(4-cWorophenyl)propionyl)-L-alaninyl}-amino-7-methyI-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3-phenylbutyryl)-L-alamnyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azep in-6-one 
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5-{N'-(3K4-hydroxyphenyl)propionyI)-L-alaninyI}-amino-7-methyl-5,7- 
dihy ciro-6H-dibeiiz [b , d] azepin-6-one 

5-{N'-(3,4,5-trifluorophenylacetyl)-L-alaninyl}-amino-7-inethyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5- {N ' -(4-(4-methoxypheny l)butyry l)-L-daniny 1 }-amino-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3-(methoxycarbonyl)propionyl)-L-alamnyl}-amino-7-methyI-5,7- 
dihydro-6H-dibenz[b ,d]azepin-6-one 

5-{N'-{4-phenylbutyryl)-L-alaiiinyI}-ammo-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]a2epin-6-one 

5-{N'-(3-(benzyIthio)-propionyI)-L-alamnyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N' -(3-methylpentanoy l)-L-alaniny 1} -amino-7-methyl-5 , 7-dihydro-6H- 
diben2[b,d]azepin-6-one 

5-{N'-(7-carbomethoxyheptanoyl)-L-alaninyl}-ainino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d] azepin-6-one 

5-{N'-(2-indanylacetyl)-L-alaiiinyI}-amino-7-methyl-5 J-dihydro-6H- 
dibenz[b , dlazepin-6-one 

5-{N'-(5<arbomethoxypentanoyl)-L-alamnyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N ' ~(2-metliyl-3-Benzofurariacetyl)-L-alaninyl}-amino-7-methyl-5 ,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(propionyl)-L-alaninyl}-amino-7-methyI-5,7-dihydro-6H- 
diben2[b,d]azepin-6-one 

5-{N'-(3-methoxypropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(3-{4-fluorophenyl)propionyl)-L-alaiunyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b ,d]azepin-6-one 

5-{N'-(3-(4-fluorophenoxy)propionyl)-L-aIaninyl}-amino-7-methyl-5,7- 
' dihydro-6H-dibenz[b,d]a2epin-6-one 

5-{N'-(3-pentenoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 
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5-{N'-(4-(2,4-dichlorophenoxy)butyiyl)-L-alaiiinyl}-amino-7-mem^ 
dihyclro-6H-dibenz[b,d]a2epin-6-one 

5-{N'-(2,3-dichlorophenoxyacetyl)-L-alaninyl}-amino-7-methyl-5J-dih^ 
6H-dibenz[b,d]a2epin-6-one 

5-{N'-(3-(4-cWorobenzoyl)propionyI)-L-alaninyl}-ammo-7-methyl-5J- 
dihydro-6H-diben2[b,d]azepin-6-one 

5-{N'-(4'-fluorosuccinaniIyl)-L-alaninyl}-amino.7-mefliyl-5J-dmydro-^ 
dibenz [b , d] azepin-6-one 

5-{N'-(n-{diphenylmethyl)glutaramyl)-L-aIaninyl}-amino-7-met^^^ 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(2-fluorophenyIacetyI)-L-aIaninyl}-amino-7-methyl-5,7-dihydro-6H- 
diben2[b ,d] a2epin-6-one 

5-{N'-(cyanoacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N*-(succinanilyI)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(2,4-dicMorophenoxyaceyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5-{N'-(2-nitrophenyIacetyl)-L-alaninyI}-amino-7-methyI-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(beta-propylhydrocinnamyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]a2epin-6-one 

5-{N'-(3-(2,4-dimethylbenzoyl)propionyl)-L-alamnyl}-amino-7-^^ 
dihydro-6H-dibenz [b ,d] azepin-6-one 

5-{N'-(2-fluoro-3-(trifluoromethyl)phenyIacetyl)-L-alaiiinyl}-amino-7- 
methyl-5J-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(2,4,6-trifIuorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N^-(4-fluoro-2Ktrifluoromethyl)phenylacetyl)-L-alaninyl}-amino-7- 
methyI-5,7-dihydro-6H-dibenz[b,d]azepm-6-one 

5-{N'-(2-fluoro-4-(trifluoromethyl)phenyIacetyl)-L-alaninyI}-amino-7- 
methyl-5J-dihydro-6H-dibenz[b,d]azepin-6-one 
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5-{N'-(4-hydroxyphenyIacetyl)-L-alaninyI}-amino-7-metJiyl-5 J-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(4-methoxyphenoxyacetyl)-L-alaninyl}-amino-7-inethyl-5,7-dihydro- 
5 6H-dibenz[b ,d] azepin-6-one 

5-{N'-(2-methoxyphenyIacetyI)-L-alaninyl}-ammo-7-methyl-5,7-dihydro- 
6H-dibenz[b , d] azep in-6-one 

10 5-{N'-(2-bromophenyIacetyl)-L-alamnyl}-amino-7-inethyl-5,7-dihydro-6H- 
dibenz[b ,d]azepin-6-one 



15 



30 



45 



5-{N'-(4-ben2yloxyphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d3azepin-6-one 

5-{N'-(4-hydroxyphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 



5-{N'-(levulinyl)-L-alaninyl}-ainino-7-methyl-5,7-dihydro-6H- 
20 dibeiiz[b,d] azepin-6-one 

5-{N*-(2-hydroxyphenylacetyI)-L-alaninyl}-amino-7-niethyl-5,7-dihydro-6H 
dibenz[b ,d]azepin-6-one 

25 5-{N'-(3 ,4-diinethoxyphenylacetyI)-L-alaninyl}-amino-7-methyl-5 ,7- 

dihydro-6H-dibenz[b,d]azepin-6-one 



5-{N'-(3-(4-methoxybenzoyl)propionyl)-L-alaninyl}-amino-7-me±yl-5,7- 
dihy dro-6H-dibeiiz [b , d] azepin-6-one 

5-{N'-(3-(4-phenyIbenzoyl)propionyl)-L-aIaninyl}-ainino-7-niethyI-5,7- 
dihydro-6H-dibenz[b ,d]azepin-6-one 



5-{N'-(3-hydroxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5J-dihydro-6H 
35 dibenz[b,d]azepin-6-one 

5-{N'-(N-acetyl-N-phenylglycinyl)-L-aIanmyl}-amino-7-methyl-5,7-dihydro 
6H-dibeiiz [b , d] azepin-6-one 

40 5-{N*-(thiophene-3-acetyl)-L-aIaninyl}-amino-7-methyl-5,7-dihydro-6H-- 
dibenz[b,d]azepin-6-one 



5-{N ' -(6-pheny Ihexanoy l)-L-alaninyl}-amino-7-methy 1-5 , 7-dihydro-6H- 
- dibenz[b,d]azepin-6-one 

5-{N'-(cyclohexanebutyryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 
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5-{ N ' -(2 , 3 , 5-trifluoropheny lacety I)-L-alaniny 1} -amino-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(2,4,5-trifluorophenylacetyl)-L-alaninyI}-ammo-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(vinylacetyl)-L-alaninyl}-amino-7-methyI-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3-methyIthiopropionyl)-L-alaninyl}-amino-7-methyI-5 J-dihyd 
dibenz [b , d] azepin-6-one 

5-{N ' -(3-nitrophenylacety O-L-alaniny l}-amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(n-tert-butylsuccinamyI)-L-alamnyl}-ammo-7-methyl-5J-dihydro 
dibenz [b , d] azepin-6-one 

5-{N'-(4-bromophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one 

5-{N ' -(3-(4-fluorobenzoy l)propiony l)-L-alaninyl} -amino-7-methy 1-5 , 7- 
dihydro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(o-chlorophenoxyacetyl)-L-alamnyl}-ammo-7-methyl-5,7-dihydro-6H 
dibenz [b , d] azep in-6-one 

5-{N'-(p-tolylaceyl)-L-alamnyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(m-tolylacetyl)-L-alamnyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3,4-dichlorophenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-chlorophenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H 
dibenz [b,d]azepin-6-one 

5-{N'-(3-niethylphenoxyacetyl)-L-alaninyl}-aniino-7-niethyI-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-isopropyiphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-phenoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H 
dibenz [b , d] azep in-6-one 
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5-{N'KphenylmercaptoacetyI)-L-alaninyl}-amino-7-methyl-5 J-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(4-ethoxyphenylacetyl)-L-aIamnyl}-amino-7-me£hyI-5J-dih^^ 
dibenz[b , d] azepin-6-one 

5-{N'-(2,5-dimethoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(o-tolylacetyl)-L-alaninyl}-ainino-7-methyI-5J-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(33-diphenylpropionyl)-L-alaninyl}-amino-7-methyl-5J-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3-phenoxypropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b ,d] azepin-6-one 

5-{N'-(4-(trifluoromethyl)phenylacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-((4-methylphenoxy)acetyl)-L-alaninyl}-amino-7-methyl-5J-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(2-phenoxyphenylacetyl)-L-alaiunyl}-amino-7-methyl-5J-dihydro-6H 
dibenz[b,d]azepin-6-one 

5-{N'-(3-phenoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(3,4-dicWorophenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b, d] azepin-6-one 

5-{N ' -(4-fluorophenoxyacetyl)-L-alamny l}-amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(3,4,5-trimethoxyphenylacetyl)-L-alaninyl}-amino-7-methyl-5 
dihydro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(2,4-dicWorophenylacetyl)-L-alaninyl}-amino-7-methyl-5J-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N'-(4-thianaphthenacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
' dibenz[b,d]azepin-6-one 

5-{N'-{methoxyacetyl)-L-aIaninyl}-amino-7-methyl-5J-dihydro-6H^ 
dibenz [b , d] azepin-6-one 
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5-{N'-(ethoxyacetyl)-L-alaninyI}-ainino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'Kphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5J-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'K3-methoxyphenoxyacetyI)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-diben2 [b ,d] azepin-6-one 

5-{N'-(4-butoxyphenylacetyI)-L-alaninyl}-amino-7-methyl-5J-dihydro-6H^ 
dibenz[b,d]a2epin-6-one 

5-{N'-(3K2-methoxyphenyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b , d]azepin-6-one 

5-{N'-(N,N-dimethylsuccinamyl)-L-alaninyl}-amino-7-m^ 
6H-dibenz[b ,d] azepm-6-one 

5-{N'K3-(3,4-methylenedioxyphenyl)propionyl)-L-alaninyl}-amino-7- 
methyl-5,7-dihydro-6H-dibeiiz[b,d]azepin-6-one 

5-{N'K2-cWoro-6-fluorophenylacetyl)-L-alaninyl}-amino-7-methyl-5J- 
dihy dro-6H-dibenz[b, d]azepin-6-one 

5-{N'-(2,5-difluorophenylacetyI)-L-alamnyl}-amino-7-niethyl-5,7-dihydro- 
6H-diben2[b,d]azepin-6-one 

5-{N'-(pentafluorophenoxyacetyl)-L-alaninyI}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(3,5-bis(trifluoromethyl)phenylacetyl)-L-alamnyI}-ainino-7-methyl- 
5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3,5-dimethylphenoxyacetyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-cWorophenylacetyI)-L-aIaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibeiiz[b,d]azepin-6-one 

5-{N'-(3-cMorophenoxyacetyl)-L-alaninyl}-amino-7-methyI-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(benzo[b]thiophene-3-acetyl)-L-alamnyI}-amino-7-methyl-5J 
dihydro-6H-dibenz[b,d]azepin'-6-one 

5-{N'-(3,5-dimethoxyphenylacetyl)-L-alaninyl}-amino-7-methyI-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 
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5-{ N ' -(2 , 5 -dimethy Ipheny lacety l)-L-alaniny I } -amino-T-me thy 1-5 , 7-dihy dro- 
6H-dibenz[b, d] azepin-6-one 

5- { N ' -(mesity lacety l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihydro-6H- 
diben2[b,d]azepin-6-one 

5-{N'-(4-biphenylacetyl)-L-alaninyI}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N'-(N-(tert-butoxycarbonyl)-3-aminopropionyl)-L-alaninyl}-amino-7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(tram-styrylacetyl)-L-alamnyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b ,d] azepin-6-one 

5-{N*-(4-acetamidobutyryI)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(3-(2-chIorophenyl)propionyl)-L-alaninyl}-amino-7-inethyl-5,7- 
dihydro-6H-dibenz[b,dlazepin-6-one 

5-{ N ' -(butyry l)-L-alaniny 1 } -amino-7-methy 1-5 , 7-dihydro-6H- 
dibenz[b ,d]azepin-6-one 

5-{N'-(trans-3-hexenoyl)-L-aIaninyl}-amino-7-methyl-5J-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(5-phenylvaleryl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d] azepin-6-one 

5-{N*-(3-(3-methoxyphenyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-cliloro-beta-methylhydrocinnamyl)-L-alaninyl}-amino-7-methyl- 
5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one 

5-{N'-(3-(trifluoromethyI)butyryI)-L-alaninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(alpha-naphthoxyacetyI)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(3-(4-phenoxybenzoyl)propionyl)-L-alaninyl}-ainino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(3-(2-trifluoromethylbenzoyl)propionyl)-L-alaninyI}-amino-7-methyl- 
5 , 7-dihydro-6H-dibenz[b ,d] azepin-6-one 
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5-{N'-(3-benzoylamino-3-phenyl-propionyl)-L-alamnyl}-amino-7-meA^ 
5,7-dihydro-6H-clibenz[b,d]azepin-6-one 

5-{N'-(4-(hydroxyimino)pentanoyl)-L-alamnyl}-amino-7-methyl-5,7- 
dihy dro-6H-dibenz [b , d]azepin-6-one 

5-{N'-(4'-methylgIutaramlyl)-L-alaninyl}-amino-7-methyl^ 
diben2[b , d] a2epin-6-one 

5-{N'-((4-(4-ethyl-phenoxy)-phenoxy)-acetyl)-L-alaninyl}-amino-7-methyl- 
5,7-diliydro-6H-dibenz[b,d]azepin-6-one 

5-{N'K3-Benzoyl-3-phenylpropionyI)-L-alaninyI}-amino-7-methy^^ 
dihy dro-6H-dibenz [b , d] azep in-6-one 

5-{N'-(4-(hydroxymethyl)phenoxyacetyl)-L-alaiiinyl}-amino-7-inethyl-5J- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(4,4,4-trifluorobutyryl)-L-alaninyl}-amino-7-methyl-5J-d% 
dibenz[b,d]azepin-6-one 

5-{N'-(3-isobutyrylamino-3-phenyl-propionyl)-L-alamnyl}-ammo-7-^ 
5 , 7-dihy dro-6H-dibenz [b , d] azep in-6-one 

5-{N'-((2-methylphenoxy)acetyl)-L-alaninyl}-amino-7-methyl-5J-^ 
6H-diben2[b , d] azepin-6-one 

5-{N'-(3-(phenylsulfonyl)propionyl)-L-alaninyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(4-nilTophenylacetyl)'L-alaninyl}-ammo-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-{3-ethoxypropionyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(23-difluoromandeIyl)-L-alamnyl}-amino-7-methyl-5J-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(2,6-difluoromandelyl)-L-aIaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(4-fluoromandelyl)-L-aIaninyI}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b ,d]azepin-6-one 

5-{N'-(2,5-difluoromandelyI)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 



- 885 - 



5-{N'-(dl-beta-phenyllactyI)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b , d]azepin-6-one 

5-{N'-(dl-mandeIyl}-amino-7-methyl-5J-dihydro-6H-dibenz[b,d]azepin-6- 
one 

5-{N'-(p-chloromandelyl)-L-alanmyl}-amino-7-inethyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{ N ' -(l-alpha-hydroxy isocaproy I)-L-alaniny 1 }-amino-7-methy 1-5 , 7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N'-(4-bromomandeIyl)-L-alamnyI}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(l-(+)4actyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(d-3-phenylacetyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(5-methylhexanoyl)-L-alaninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(3,5-difluorophenyIacetyl)-L-methioninyl}-ammo-7-inethyl-5,7- 
dihydro-6H-dibenz[b ,dlazepin-6-one 

5~{N'-(3,5-difluorophenylacetyl)-L-2-phenylglycinyl}-amino-7-methyl-5,7- 
dihydro-6H-dibenz[b ,d]azepin-6-one 

5-{N'-(3,5-difluorophenylacetyl)-L-leucinyl}-amino-7-methyI-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 

5-{N'-(3,5-difluorophenylacetyl)-L-2-cyclohexylglycinyl}-amino-7-methyl- 
5 , 7-dihydro-6H-dibenz[b ,d]azepin-6-one 

5-{N'-(3,5-difluorophenylacetyl)-L-threoninyl}-amino-7-methyl-5,7-dihydro- 
6H-dibenz[b , d] azepin-6-one 

5-{N'-(3,5-difluorophenylacetyI)-L-alpha-(2-thienyl)gIycinyl}-amino-7- 
methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(2-thiopheneacetyl)-L-methioninyl}-amino-7-methyl-5,7-dihydro-6H- 
- dibenz[b , d] azep in-6-one 

5-{N'-(2-thiopheneacetyI)-L-2-phenylglycmyl}-amino-7-methyI-5,7-dihydro- 
6H-dibenz[b,d]azepin-6-one 
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5-{N'-(2-thiopheneacetyl)-L-leucinyl}-araino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-{2-thiopheneacetyl)-L-2-cyclohexyIglycinyl}-amino-7-methyI-5,7- 
dihydro-6H-dibenz[b , d] azepin-6-one 

5-{N'-(2-thiopheneacetyl)-L-threoninyl}-amino-7-methyl-5J-dihydro-6H- 
dibenz[b , d] a2epin-6-one 

5-{N'-(2-thiopheneacetyl)-L-alpha-(2-thienyl)glycinyl}-amino-7-methyl 
dihydro-6H-dibenz[b,d]azepin-6-one 

5-{N'-(isovaleryl)-L-methioninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(isovaleryI)-L-2-phenylglycinyI}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N ' -{iso valery O-L-leuciny I } -ainino-7-methy 1-5 , 7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(isovaleryl)-L-2-cyclohexylglycinyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(isovaleryl)-L-threoninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(isovaleryl)-L-alphaK2-thienyl)glycinyl}-amino-7-methyl-5,7-dihydro- 
6H-dibeiiz[b,d]azepin-6-one 

5-{N'-(phenylacetyI)-L-methioninyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz [b , d] azepin-6-one 

5-{N'-(phenylacetyl)-L-2-phenylglycinyl}-amino-7-methyI-5J-dihydro-6 
dibenz[b,d]azepin-6-one 

5-{N'-(phenylacetyl)-L-leucinyl}-amino-7-methyl-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(phenylacetyl)-L-2-cyclohexylglycinyl}-amino-7-inethyI-5,7-dihydro- 
6H-dibenz [b , d] azepin-6-one 

5-{N'-(phenylacetyl)-L-threoninyl}-amino-7-inethyl-5J-dihydro-6H- 
dibenz[b,d]azepin-6-one 

5-{N'-(phenylacetyl)-L-alpha-(2-thienyl)glycinyl}-ammo-7-methyl-5J- 
dihydro-6H-dibenz[b,d]azepin-6-one; 
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and pharmaceutically acceptable salts thereof. 



